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Drug delivery systems 

(tablets; diazepinone analogs as HTV inhibitors for treatment of AIDS) 

400650-68-2P 
400650-7 1-7P 
400650-72-8P 
400650-73-9P 
400650-74-OP 
400650-75- IP 
400650-76-2P 
400650-77-3P 
400650-78-4P 
400650-79-5P 
400650-80-8P 
400650-8 1-9P 
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400650-83- IP 
400650-84-2P 
400650-85-3P 
400650-86-4P 
400650-87-5P 
400650-88-6P 

400650- 90-OP 

40065 1- 06- IP 
400651-10-7P 
400651-13-OP 
400651-14-lP 
40065 1-15-2P 
400651-16-3P 
400651-17-4P 
400651-19-6P 
40065 1-20-9P 
400651-21-OP 
40065 1-24-3P 
40065 1-29-8P 
40065 1-30- IP 
40065 1-32-3P 
40065 1-33-4P 
40065 1-34-5P 
40065 1-36-7P 
40065 1-37-8P 



40065 1-38-9P 
40065 1-40-3P 
400651 -4 1-4P 
40065 1-42-5P 
40065 1-43-6P 
40065 1-46-9P 
40065 1-47-OP 
400651-48-lP 
40065 1-49-2P 
40065 1-54-9P 
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40065 1-61-8P 
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40065 1-76-5P 
40065 1-77-6P 
40065 1-80- IP 
40065 1-82-3P 
40065 1-83-4P 
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40065 1- 87-8P 

400652- 14-4P 
400652- 15-5P 
515881-67-lP 
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515881-83-lP 
515881-84-2P 
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515881-92-2P 
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515882-05-OP 
5 15882-06- IP 
515882-07-2P 
515882-08-3P 
515882-09-4P 
515882-10-7P 
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515882-13-OP 
515882-14-lP 
515882-15-2P 
515882-16-3P 
515882-17-4P 
515882-18-5P 
515882-19-6P 
515882-20-9P 
5 15882-21 -OP 
5 15882-22- IP 
515882-23-2P 
515882-24-3P 
515882-25-4P 
515882-26-5P 
515882-27-6P 
515882-28-7P 
515882-29-8P 
5 15882-30- IP 
51 5882-3 1-2P 
515882-32-3P 
515882-33-4P 
515882-34-5P 
515882-35-6P 
515882-36-7P 
515882-37-8P 
515882-38-9P 
515882-39-OP 
515882-40-3P 
51 5882-4 1-4P 
515882-42-5P 
515882-43-6P 
515882-44-7P 
515882-45-8P 
515882-46-9P 
515882-47-OP 
5 15882-48- IP 
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515882-50-5P 
515882-51-6P 
515882-52-7P 
515882-53-8? 
515882-54-9P 
515882-55-OP 
5 15882-56- IP 
515882-57-2P 
515882-58-3P 
515882-59-4P 
515882-60-7P 
515882-61-8P 
515882-62-9P 
5I5882-63-0P 
515882-64-lP 
515882-65-2P 
515882-66-3P 
515882-67-4P 
515882-68-5P 
515882-69-6P 
515882-70-9P 
5 15882-7 1-OP 
5 15882-72- IP 
515882-73-2P 
515882-74-3P 
515882-75-4P 
515882-76-5P 
515882-77-6P 
515882-78-7P 
515882-79-8P 
5 15882-80- IP 
5 15882-8 1-2P 
515882-82-3P 
515882-83-4P 
515882-84-5P 
515882-85-6P 
515882-86-7P 
515882-87-8P 
515882-89-OP 
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515882-93-6P 
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515882- 99-2P 

515883- 00-8P 
515883-03-lP 
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515883-07-5P 
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515883-14-4P 
515883-15-5P 
515883-16-6P 
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515883-19-9P 
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515883-21-3P 
515883-22-4P 
515883-23-5P 
515883-24-6P 
515883-25-7P 
515883-26-8P 
515883-27-9P 
515883-28-OP 
515883-29-lP 
515883-30-4P 
515883-31-5P 
515883-32-6P 
515883-33-7P 

515883-34-8P, l-Benzyl-10-Methoxy-l,2,3,4,5,6-hexahydro-5H-ii^htho[2,l-q[l,4]diazepin-5-one 

515883-35-9P 
515883-36-OP 
515883-37-lP 

515883-38-2P , - 

515883-39-3P 

515883-40-6P 

515883-41-7P 

515883-42-8P 

515883-43-9P 
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5 15883-45- IP 

515883-46-2P 

515883-47-3P 

515883-48-4P 

515883-49-5P 

515883-50-8P 

5 15883-5 1-9P 

515883-52-OP 

515883-53-lP 

515883-54-2P 

515883-55-3P 

515883-56-4P 

515883^57-5P 

515883-58-6P 

515883-59-7P 

515883-60-OP 

515883-61-lP 

515883-62-2P 

515883-63-3P 

515883-65-5P 

515883-66-6P 

515883-67-7P 

515883-68-8P 

515883-69-9P 

515883-70-2P 

515883-71-3P 

5 15883-72-4P, 6-Methoxy-2,3-dihydro-4,9-dithiafluoren- 1-one 
515883-73-5P 

515883-74-6P, l-[(Acetyloxy)iinino]-6-medioxy-2,3-dihydro-4,9-dithiafluorene 

5 15883-75-7P, 1 -[(Acetyloxy)imino]-6-methoxy-2-methyl-2,3-dihydro-4,9-dithiafluorene 

515883-76-8P 



515883-77-9P 
515883-78-OP 

516507-70-3P 

Role: PAC (Pharmacological activity); SPN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(diazepinone analogs as HIV inhibitors for treatment of AIDS) 

6361-21-3, 2-Chloro-5-nitrobenzaldehyde 
7507-86-0, 2-Bromo-5-methoxybenzaldehyde 
Role: RCT (Reactant); RACT (Reactant or reagent) 

(diazepinone analogs as HTV inhibitors for treatment of AIDS) 

2905-82-OP, 2-Hydroxy-5-methoxybenzoic acid methyl ester 

22955-78-8P 

55114-90-4P 

95271-70-8P, Methyl l-hydroxy-7-methoxynaphthalene-2-carboxylate 

104795-61-lP 

120072-87-9P 

138835-19-5P 

172832-10-9P, 2,3-Dihydro-9-methoxy-benzo[b]thieno[2,3-f][1.4]thiazepin-5-one 
400650-41-lP 

400650- 65-9P 

40065 1 -5 1 -6P, 9-Ethoxy- 1-propyl- 1 ,2,3,4- tetrahydro-5H-[ l]benzothieno[3,2-e]-l ,4-diazepin-5-one 

40065 1- 62-9P 

40065 1 - 67-4P, 9-Nitro- 1 ,2,3,4-tetrahydro-5H-[ 1 ]benzothieno[3,2-e]- 1 ,4-diazepin-5-one 

400652- 25-7P, Methyl 3-((2-aminoethyl)amino)-5-methoxybenzo[b]thiophene-2-carboxylate 
400652-39-3P, 2-(4,5-Dihydro-lH-imidazo!-2-yl)-4-medioxybenzenethiol 

50305 1-54-5P, Methyl l-.(dimethylaminothiocarbonyloxy)-7-methoxynaphthalene-2-carboxylate 
50305 1-55-6P 

5 1 5883-79- IP, 9-Hydroxy- 1-propyl- 1 ,2,3,4-tetrahydro-5H-[ 1 ]benzothieno[3.2-e]- 1 ,4-diazepin-5-one 

5 1 5 883-80-4P, 2-(4,5-Dihydro- 1 H-imidazol-2-y l)-4-nitrobenzaldehyde 

515883-81-5P 

515883-82-6P 

515883-83-7P 

5 15883-84-8P, Methyl l-(2-(tert-butoxycarbonylamino)ethoxy)-7-methoxynaphthalene-2-carboxylate 

515883-85-9P 

515883-86-OP 

515883-87-lP 

515883-88-2P 

515883-89-3P 

517863-39-7P, 10-Methoxy-l,2,3,4,5,6-hexahydro-5H-naphtho[2,l-f]-l,4-diazepin-5-one 
Role: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT (Reactant or reagent) 
(diazepinone analogs as HTV inhibitors for treatment of AIDS) 
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fijc7)H I viaws<i, 

[i9*JS3 2 ] W^ftBSc-W-t LT , -ffii^ ( 1 ' ) 
Ut8] 




(!•) 



1 1<?)T>-;P«, ^m^2—7<r>7ll- 
a^i^:^)^:!^.-)]^, i^7ym. -bo*. 5-r-hy 
V'J;u«, -o-R^Hz:iX\ R">J4. tKSMi^, M 
«f[l-6cor;P^;P«, ^^2~6cOT;py-;l' 
-S02-R1' {ZZX\ Ri'{±> ^|gCl~6<7) 

[ft9] 

-<5--" -CO--" 



!(5) 003-1 191 37 (P2003-1 1JL8 



X'hh) . - (CH2) .-R>« (ZZX\ R 

1 -4 mm^z-^ts 5 1 1 < {i 6 mmcrynmsmTh 




— H li-R 
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(5^4'. Ri7(±, 7kSRl^i^d±^iltl~6<0T;U# 
/1^«-CJ)S) ^Jg^LTt,J;V>], -CO-N (R18) 

^T. *3gJIl^. ^«fCl~ 6^737/1^^ ;U«t^v:<i7x 

-/w»T'^)l)) . -N (Rzo) (R21) (c:c:t\ rz" 



r 5 y ^jr;??;P.-K-;l-2*/i{4#T;U^;l^(^^iS:*'' 

I.), -SO2-N (R15) (R16) {zz.X\ R'^fcJ: 
yRi«{i, |5l-if^{iS:2:',T, 7K«JI^i/c(±7KKS 

^)I.V^{4R«5i:Ri6i:;{,«Blg^-ri.g«)I^fc-« 
C-ftl 0] 



i-ecoT/i^^r/i-s. K«is:2~i i(or>-;pa. 

*>I.K ^>.2.V^(4R2otR2'i:A<ll«-ri,gSJli^i:- 
mzt^-iX. 



^iti~6<^r;pdf;i^*/;:{4-co-N (R23) (r 

T . 7|<«(I^if^(4^SSS: 1 ^6ff)Tl^^)VmXhl ) 
X'hh], ^/>;(i-S02-R25 R^Hi. mM 

mi'-e(r)riva^iym. M*i!ti-6<7)T;i'^;p*. 
2-6 (r>riiy-)i-mttz'.i'^y'Jivmxh h ) 

X'h'O. Ai'(4. j^«iil-6c7)t Hn^v-T/l-df/p 

M*l:2--6<7)T;Pir-;uS, 7 x 
a, MoT;uy-;l^». T/Udf-yl-S. ^^2~1 1 
(DTiyJVm. ^^3~1 30T;Hl^j^;:?/P.t'-;^r 

rio rio{4. -CO-N (r'l) (r'M 

SJIi^t^{4j^«|g[i-6^or;u^;Ht-S)l>*\ 

l^{± r 1 ' h r ' 2 1 //Bifgltl. -isle's:^ T . 

[fbi 2] 




N— r 
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[€13] 

.14 



-rh5y'J;mT*>l>) T'fcO. n\il^A<mWX' 

^/i-S. ^«Sc2-6c7)T;P^-/i'S, '<y>-;us, k 
^^3—1 3«ryU3dfi^*/l';K-;Pr/Udf;l/S, v-T 

(r)^mm^^ixhUi:^^l.X^j:hU I Vffl^J, 

[ mim 3 3] X' *«jf si^-c^i. , mm. 3 2 ib 

O-Rio (^4". R'<'{iif*a3 2i:|5llfC'*)l.) i>t 

(4-S-R22 (^^. R^Hm^m2mmx'hh) 

X'hh. if*iM3 3iEij<^H I vmmi 

=~}Vr)V^)Vmt.fz\i- (CH2)„-ri(i (5^4). nfc 
J;t/;riO{i||*53 2i;|sl^TS)4) TSiS, i»*JS3 
4iaiffic^H I Vffi^ipj. 

mmk3 6 ] X' . mm3 2tE 

O-Rio (^tjJ. R'»(4iB^«32t|niaTj)-S) *fv: 
{i-S-R22 (5^4'. R"{4ii*3S3 2i:l^||T'*a) 
■C-^l., ff^I|3 6ieiSc7)H I VPI^l, 
[iil^«3 8] Ai'*>\ ^S^2~6(7)r;P^:^;U 



!(6) 003-119137 (P2003-11JL8 



-A'TlU^limtfM- iCH,} „-r'o (jt^J, nio 

J; y r 1 « 3 2 i: mmxh i>)X'hi. imm s 
[000 n 

im<^mi-mwi'r^m] *mii. h i vmmmm 

[0002] 

(gSf ( a c q u i r e d i mm u n o d e f i c i e 

n c y sy nd r ome , A I D S ; X-< X) (±. P< 

J>.|>t b^^ife'^^'l^X ( human immuno 

deficiencyvirus. HIV) 

fc. H I vm^mi20 0 O^B#i-c-fcfc J:-?- 5 0 0 0 

[0 0 0 3] H I V{iX>-<o-r$r*-ri>RNA'>^ 

':;-^;^xf4^o^•yf-'^•^;^;^Sf4t^:Ji•^Si^l'. Hiv 

IgTtjm N A <i> D N A Sr (ejI S ix l> ^ 2r ^® i: -f 
i., H I V{iTfNBfla$)l.i.^(±-?:?o7r-i^'2r?i±« 
i: fC*3 0, H 1 vt^Ztlhcommi^z^^Mkt^b^Wi^ 
»^{:J:-5T'>^;i/XDNA*^Bg§it, c:ii*^$HB&<50 

e^S-m-fl.. H I vtc!i^t/::W<^ai^J: L-T, 

1 ) ^ ^ )\^xi]m^i>zmmi-h^Mzmm(omzmh 
I vtmmzmPkifzm^, 2) (t^xo ^^^-xstk 
tiM*^'SiO, cD4^T«ic<')i^ Ulster 

[0004] fc ^ x-< X?^lii03i^^i: LT{±. 

■^^com^i^Mibhixx^^^. mm. itte^p-SlW 

mt LTti. 1tlfS-f^2 9 2 6 2 5 7 -f-CJilT«0 ib"^ 
[0005] 

[^bi 4] 



0 




[ 0 0 0 6 ] rorr-Hf liaWSiJi: LT{i!»ft# 
■^112 9 5 1 7 2 4-^mT«0^l:^*«BBiKSilTV^ 

I.. 

[0007] 

[^bi5l 




[0008] mm. H I v-T AT mwmitm^ 

(transactivatingtranscrip 
t i o n a 1 ) ) mmt LX. ^^¥4 - 2 3 0 2 8 

0 ^'m^zi:xr<r,-it^m'^mw^^ tix\,^^. 

[0009] 

[fbi 6] 




[0010] ztit><r>it-^mi:^mmmt^ 
[0011] -ij. mmnzmuL. *»oh i y/mm 

^^^•fhit-^mt IX. W0 9 5/2 4 4 08^i^^ 
RX/WO 9 6/2907 7^^#(C. lilTi^-flKs^T'S^ 

[00 12] 
[^kl 7] 
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coo 13] (^if. R, , R2. R3Rr/R^l,i^il^'tl 
iSm.T)i-a^i^^ Kyiy;l.^iri^. h^JyiUt^^i- 

Rs Re ^t'^il^iimL t T *S , ffiiiT/P^yUXti 
7x-/PT'$)») : X<iO, S (O) nXtiNRiT'*) 

•9 ; Y(iO, S (O) nX(iNR8T-*)0 ; RTti**, 

0 ; ntiO, 1 tfz\t2ffmWT:h'0 : flL, XA^NH 
T-J)0. YAiNHT-J>'9- RiA^"HT*D. Rgi^HT-ifc 
0, ^LTR4*^'Brt'$).2.%^, R2{i;<^;PT1±=5r 
V^, ) 

[0 0 14] Lfl'l.tSit'^ih. CtL'bi7)^i; (W0 9 5/ 
24 4 0 8^^f8&t>'WO9 6/290 TT^iSjfS) c7) 

S -Qh 0 , li A *i 7 H«T-$> I. ^-^iO*f6BH^b^!t?!J t $H 
(RL-C^^l.i:#;t^.fLl,*^ R' Am-^Tfc 0 . 

SB^^tCOV >r {i , «<7)^D #HIV«ODNA LTR 

COO 1 5] 

[^aB*ift|-^LJ; a )L^hWm Hit- x^Xc7)?&)tm 




(Ab) 

[002 1 ] (j^tt^. AUi. ^icl~6i^r;u^;p 



ttJ:l)H AART ( h i gh 1 y active a 
ntiretroviral therapy) W^ifi 

1,^1., HAART)taTiiif*:|*|{c^t^T•■v^l.tt 
[00 16] 

■th. ztiiznix. m ( 1 ) (^mi&i^t^:^min 

«A^^>coH I vtiM^?p$iJi-s, ciitcj: 0, H I V 

<7)!&m^i^x>( x^tx'<7)mmmitzM.(>tLh^^ fux 

-^ftjiH A A R TihmmRu-im'^mmizmm-t^ ^ t 
x\ ^i^p^<r)H I vmmi:m\-ri>t^i.htLi>. 

[00 17] J:OilL<{±. TIE [ 1] - [38] 
TM'OXhl. 

[ 1 ] ^i^mt Lx , ( 1 ) 

[00 18] 
[^tl8] 




(1) 



(Ao) (Ad) 
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-fim, Tll^^-JUX. K«iac2~l K^TiyJim, m 
r'ni, -CO-N ( r") (1-12) (C^T, ri'fc 

[00 22] 

[^1:2 0] 
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[0023] (5V^4', r^m^ i^mw-.=fttz\i.^m 

[0024] 
Ut2 1 ] 

.14 



-O 



[0025] (3t4', rnfcj;t>'ri5{i, |5l-i/^{4S 
y'ylim. mmWL2'-l l(7)T>-/im, Tiyll^^>T 

tin— 6 X'h h >'riv^)V^)Vf<>^ ^ "9 . 



,12 



fM-h'omxM.m^tLX\<^x x-hi) xh 
0. A'^axx/AHi. m-tfzi.m^x'^x. yHmm'f-i 

^■'t>-Ji&}gB)cLTt>J;<, A6|4, -S-, -SO- 
iT'ctd-N (r60) - ClCl-C-, r^Himm^l — (>CO 

r)V^)V^ttz\t^Wi2'-b(r>r)V'r=.)vmx'hi> ) 

X'h'O. A'(4, -N = N-. -NH-CO-. -CHj 
-CH2-. -0-C0-, -0-CS-, -N = C 
( r70) -Sfc{4-CH = C ( r70 ) - r'o 
{i:7KSm^^Jt{4^«^l~6<OT;U^/l^T'^5l. ) X' 

^^-ri.iI^*''^^LTV^|,) , A8«±, ^N-O-r 
8" {ZZX\ r80{±, 7i<*m^. ^iCl~6iOr/k=^ 

«SS:2~i lOT^-zL-*, ^p3~i 3cor 

)V^\^-i )\^7ll^)VmX'hh) . =N-NH-r8i (> 

z.x\ r8i(±, ^it2-i l^or>'y^-at/i{4^/^•''^' 

^>f;l^ST-i5l.) */v!«4=C-C (=0) -r82 (^C 

T', r82{i;, mmmi-b'^Tii'^^i^mti-zi.ir i y 
mxhh) x-h^A^axxfA^m. ^-tfz\m-^j:r,- 

X , A<MW.^tfzii».mWi 1 -6 wr;^^/i^»T*)l. ) 

^. yNoyy/I^. ««*I42-1 l^OTvyl^S, ^/l-'t;' 
^WPa. ^*i52-7c7)r;Wn^>'/?/l'.i<-;l^», i-- 

ivm. mMW2--(>cr)r)l'r~il^. -SO2-R 
" (i^T. R"{4. ^«|!cl~6cor;P^;l-a. 

[0026] 

[ft2 2] 



,12 




N 



[0 0 2 7] (5^4", R'^^o^tyR'^ji, m-trz{m 

ny^Hi^t'*)!.) T'J)§) , -(CHj).-Ri4 

iT\ Ri^i, ^riV^A'mo:,^m.Vl'-'6X-hh'J 

a2~7<?DT;P3Jfv;*;i^*'-/i^S. i^Ty&ttz\m. 

mX'hh}, -SO2-N (R1&) (R'6) (^CT-, R 



Tmrnxmrn^tix i i v 1 ~ 6 ot;i^^/i^ 

J>l)U{iR>5tRi5i:**l?SS^-r^a3gJIi^ 

[00 28] 
[ft2 3] 

^ 17 
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[0029] (ietf, R'7{4, *9g|gi^4/i{4^til 

--eayrivi^ivmx'hh) SrffMLriJ:*.^)- -co 

-N (R'8) (R19) (>i;T'\ R'8i3j:yR'«<4, |3l 
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mmf-. Kmi-bc^^r/p^/us. ^mm2-i i^o 



[0031 ] SrJ^^LTtJ;>.0 , -S-R^U^^ 
T\ R22{i. **ja:l-6<JDT/l^df;uaii;t{4-CO- 
N (R23) (R24) {ZZX\ R^^aXX/R^Hi. |H|- 
ST^diM^oT. 7KSJ!I^ifc{4^Sicl~60r;l'^ 
ll-mX'hl) X'hl). tJtJi-SOz-Rzs ClClt'. 

H2-CH2-. -CH=CW-ttz\i.-C (X20) (X 
21) - X2i'JoJ;?/X2M±. lBl-^/i{iM^o 

T , T^mWsi-ttzimmm 1 ~6coT;p^;uat-j).i. ) 

Tl)0 ; flL, SAA>5^: (Aa) 'e«$ni,ST-*)l.*f 

!E^t'*>^B§, R'(4, ymW.'f, -hoS, Mo^y 
Ei^. -O-Rio (^ZX\ R^m. .^K^JI^^/cH^ 
*f[l-'6c07;l--^/l^aT$>l.) fcJ;?>-N (R^o) 
(R21) (^^T, R2»joJ:l/:R2'{i, |5|-i^^{4M=5: 

[ 2 ] iSA*«5^ ( A a ) t'*^il^S-e^>|. , ±fE 

[ 1 ] t7)H I VffiW^J, 

[3] R'*^\ T^mW.'f. VNoyyH^. ^Sic2-1 

U/WS. -O-R'o (s*;^', R'niiiS [ 1 ] tIslilT- 
$>■?.). -SO2-N (R'5) (R16) (^if, R'^io 

j;tXR'6{4±is [ 1 ] tmmxhh) , -co-n (r 

18) (R19) (^41, Ri8t3j;tXRi9{4±K [13 
«T'$)I.) . -N (R20) (R2i) R^ofcit;^ 
R2'{4±iE[l] h|5ia-Cj)-l.) . -S-R22 (cc: 
T\ R22{4±IB [ 1 ] i:|Sli|-C*l. ) ttzlt-SO^- 

R25 (sw. R25{±±ie [ 1 ] tnmxhh) x-h'o. 

mm^x'hi , ±ie [ 2 ] OH I viss^i. 

[ 4 ] x*<KitiiiFrj>s . ±is [ 3 ] «H I vrnm 

[5] Ri*\ /-Nnyy/S^, -No^.'-O-R 
■o (3^*, Ri»{i±ie[l] tlSM-C-J)!.) tfdi-S 



)V) ^ ;PSt'* hti\ J> 1. 1 ^{4 R 2 « i: R2 1 1 

[00 30] 
[(1:2 4] 




-R22 (3^4", R22{4±iE [ 1 ] mmxhh) xh 
!>, ±E [4] cDH I vwmm. 

[6] Ai*\ ^«gtl~6cor;P^;uS. ^«f;c2- 

lVO^i^tHVTf^~)VrfV^fVmttz\,i- (CH2) „-r 

i« , nijiyriotiiie [ 1 ] tnmx'hh) x 

[ 7 ] X7!)iS?*)!Ii^T-#)l. . ±ie [ 2 ] «H I VlflS 
[8] RiA\ y\uyym.f. -hoS, -0-R 

If {^^. RiniiiE [ 1 ] mmxhi>) tfz\t-s 
-R22 (j^^", R22(4±iE [ 1 ] mmrchh) x'h 
±iE [7] (7)H I vmmm. 

[9] Ai*i, ^«|!cl-6c7)ryl^=ifyPS. J^*^2- 

6cOT7i-ir-;i^£. T;w^-;i^S, ^SSSt3~i Scot 
)Vai^i^:^)Vir.-ivriVi^)\^^ttz\i- (CH2) n-r 
i« (^^. nJoit/riojiilE [ 1 ] tWmX'hh) X 

hi. ±iE [8] cy)H ivmmm. 

[10] MAiji^ (Ah) xm^timx'hi. ±iE 

[ 1 ] OH I vmrn^L 

[11] R'fcJ:t;fR2*>\ |5j-*/"c«4S^-5T. 

7KKS*/i(4^^1-6or;l-=j^>-»T-$)0, 
f'-oXiiK -CH2-CH2-, -CH = CH-t7t{i:- 
C(X20) (X21) - (5^4'. X20fcJ;u;x2M4±iE 
[1] tlHlilTfoS) ±iE[10] OHIVH 

mi 

[12] A37!,i-0-f $>l. . ±IE [ 1 1 ] OH I VPl 
[13] A3*s- S-Tibl.. ±iE [ 1 1 ] OH I va 

mm. 

[14] A3Ai-N (r3<') - r30(4±IS 

[ 1 ] tmmxhh ) xhi. ±ie [ 1 1 ] oh i vh 

[15] X*^-C (X2«) (X2>) - (3^4'. X^oioJ; 

i/"x2i«4±iE [ 1 ] tmmxhi} xhh. ±m [ 1 
0 ] - [ 1 4 ] a)\^-ttii}^n I vffl^S'I. 
[ 1 6 ] R' *s*l!IMl'T'$) 0 . R2 1 - 6 or 

;^3df ^-ST* D . A« AStKSH^-C'J) 0 . ^-oAS**?^ 
±iE [ 1 5] OH I Vlfl^^pj, 
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[17] X*>'-CH2-CH2-TS)S. ±15 [ 1 0] - 

[14] cr>\^-fixi}^cr)H I VfflffiPL 

[ 1 8 ] R' ti-ymm=fVh 0 . R^iJ^^mm l -6 (7)7 

^is^t'j)!. . ±ie [ 1 7 ] OH I viawsii. 
[19] xi}i-cH=cH-'Chi. ±ia [ 1 0] ~ 

[14] (r,v^-rtL:h^cr,H I VmW?L 

[2 0] R' «^>K*JSl^t* D « R27Sii^*ISl~6COr 

mw-^x-hi, ±ie [ 1 9 ] <7)H I viaws<Jo 
[21] MAt^^ ( Ac ) •c-asiii.^rfci., ±ie 

[ 1 ] C7)H I Vffi^lfj. 

[ 2 2 ] R' - h ximtfzimmi i ~ 
oxji. ±!e [2 1 ] coH I vffi^ 

ffj. [ 2 3 ] Ri 1 ~ 6 c^r/l-n =Jf £^»T' J> 

a, ±ie [2 2] iOH I VBI^, 

[24] A7*«-N = C ( rvo) _^7k^_ch = C 

( ) - (5t4j, r^otijiie [ 1 ] bnmrchh ] t- 

±lfi [ 2 1 ] ~ [ 2 3 ] <r>\^-ftli}^W I VPiW 
[25] A6*i- S -T3>l>. ±ie [ 2 1 ] - [ 2 4 ] 
[2 6] A6*«-N (r60) - (^4., r60JiJ:iB 

[ 1 ] tnmThh] xhh. ±15 [ 2 1 ] ~ [ 2 4 ] 

[27] m^ifi^ ( Ad ) T-a^n^ST*-!., ±15 
[ 1 ] C7)H I VRE^J. 



12 



.R 



12 



R 
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[0035] (^"t, Ri2i3j;t>'R>3{±, |5|-tfc{iM 

uyyw.i-'Chh) X'hh) . -(ch2)„-ri* 
Z.X\ R'*{i. #T;i'=^fyU3lo^it3&«l~6t'&-S.i'' 

Sj2'-7cor/l^3df>-^;M<-ypa. ^ry^^TtrtiS 
& 1 ~ 4 mnHz^ts 5 1 L < {± 6 Mfic7)is*|§ 
S^r^O. m{41~4C0Sia[T$)l.) . ^^2-7 



[28] R'**, ^Scl-eOT/l^^dfi^aT'fcO, 

±15 [ 2 7 ] COH I VPlW^y, 
[29] R'A5, ^ hdfi^S-CJ)!., ±15 [28] COH 

I viaw^i, 

[30] k>fiK =N-0-r8« ki^A'. i-sofi. ±15 
[ 1 ] tlSIHt-J)!.] T^^l., ±15 [27] ~ [29] 

[3 1] rso^j, 7KfgM^^*/v:l4^iC2~l lc7)rv 
^USt-J)!) , ±15 [ 2 7 ] ~ [ 3 0 ] eOOf it*><OH I 

[ 3 2 ] *S!)B£i)-t LT, -«l5t ( r ) 

[0032] 

[^b2 5] 




(i"> 



(0033] RM4, 7K*I1^, f^VifyW. 

M«a2-1 lOTi^/PS, ;^;l---i<=Jfv-/l/a. ^% 

a, 5-Th7yu;PS, -o-R'n^^t', r 
"14, ^tici~6i^r;w^;i^K, 

[00 34] 
[^t2 6] 

r>12 nl2 



N 



13 



-SO2-N (R15) (R16) R 

7Kig»-cM)t ^KT I ^X i> ct v»iK«iS( 1 - 6 c7)r;P^;P 
«T'S> .g. S) !> V >(4 Ri 5 1 R' s *i|^jg-r ^M«J!S^ 

[0036] 
[■fb2 7] 



17 
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[00 3 7] (^4', R'^t4. ymw^^ifzimmmi 

'^e<r)7fi'^)i'mX'hh) SrJK^LTtit^), -co 

-N(Ri8) (R19) (c:^-r\ Ri8t3j;y^Ri9{4, 1^ 
mttziiy x-ivmxhh) , -N (R20) (R21) 



Sil^, ^aiai~6ior/i^^;uS, ^Sf2-i \<r> 

^ 2 7 <7) ryi- rj >- ;^ ;u - 7t {4r 

ivmx'hhiiK ^-sv^tiR^o t R2' t3&>wg-r 
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[00 38] 





[€283 



-N f 



[0039] S•ffMLTi,J;V^) , -S-R^U^^ 
X\ R^m. ^|!5l-6c7)TyP^;kffi4/i{i-co- 
N(R23) (R24) R^sfciD^R^ni. 
i /i{4M=5: -5 T . itfi^lS 1 ~ 6 <OT;P^ 

R25{4. ^ii(l~6^r;l-3drv-S^ K*iai~60 

)vmxhh) •r:h'o . Ai'{4, ^^i![i-6<ohKodf 

^2~1 icOTv-zl-S. ^fRi[3-l 3cOT/l'a^v-;»& 
(CH2)„-rH' ri«{4, -CO-N 

[0040] 
[^2 9] 




— « .N-r 
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[004 1] (^*, ri3{i:, ★^Sl^i^ca^K^I 

[0042] 
[-fL3 0] 

.14 



[0043] (^-f. r^^axt^i-^m, m-tfzim 

i~6coT;udf;p«, ;K^^2~6<7)r;u:>--;wa. < 
^SfS:2~l IcOTv-zUS, r>-;k:t^>'T 

i}< I —eThi i/7}V^)Vi] )VJ N't 'f ivmx'h o . x' 



[33] \'1)^m.m.^X'hh. ±ie [ 3 2] COH I V 

[34] R'3&^\ J\uYym^. -hum. -O-Rio 

(iS4'. R"'<4±ie[32] tmmx'ht) ttz\i-s 
-R22 R22(4±ie [3 2] mmx'hh) x-h 

I., ±iB [3 3] OH I VfflWffl. 

[ 3 5 ] A'- BmWi2-'b<r)Tivy~)vm. r)V^ 
-/ua, ^^^3-1 3<7)T;p3^i';{f/u#-/i'r;w^ 

)Vmt.fz\X- (CHa) n-rio.C^ct'/nfcit/riofi 
Jiia [ 3 2 ] t ) r*)!. . ±ifi [ 3 4 ] (OH 

I viawffl. 

[ 3 6 ] X' *m«i=^-CJ)l. . ±fe [ 3 2 ] OH I V 

[37] Ri*\ MayyJS^, -Yum^ -O-Rio 
R"'{4±ie[3 2] tISiaTi)!.) */c(4-S 
-R22 (^^Js R22(4±iB [3 2] t'J) 

±ie [3 6] OH I VPiW^J„ 
[38] Ai'«\ M*Sc2-60T;l/^-;l^a, TlV^ 
=~)Vm. ^fgiScS-l 30r;P3^i^;&;U;n":i;L-T;l^Jr 
^I'Si/cti- (CHj) n-rio (jS:*, ntSiOfr'Ott 
±12 [32] tRU-C*)!.) X:hh. ±K[37] OH 

[0044] 

7 'xfUIi^^Wt rSOtrJSttl.'^yi^^Soa^ 
»-C$>l.>ND^'yiI^^i: fC{4, lS»S^A^'»t 
[0045] r^^l-eOT/U^r/l^j ^ 

Wf \~-^x:hhmmJ.t%m^<^r)v^)^^mx:h o , 

ntVUa, •^VT'f-;!^. sec-7> 

t e r t -7'-f-;PS, '^y^^Wa, >f V^^f^yf-zU 

a, Av^^'y}vm^imMhi\.h. a^ 

su^A'0{cfc»,^-c{4, ^»fci~4or/u^/i/S mt 

(^fcv^rti. ^si;[i~4or;u='r/u» mm. 
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/l^, vrohVl--) ; R>'tloUTii;><f-;P ; R'^fcJ; 
U''Ri3tct3»r'>T{±;><^/W ; R''' tc:ioV'>TU;<^;U : R's 
iDj:yRi9tCt3UT(i^f-;P ; R2°tJJ;l;fR2l^;^3V^T 
: R^n^foOTti^^-zl-. x^yU ; R23fej;y: 
R2n;ioi^tl±^^;P; R25(.cfc^,^T^;'<-7-/^. x-:F 

•fJU) ; r"t5<l:l>;'rl2(::^>l^T{i;<^;^ ; ristfcV^ 

iJV>T(i^^/l/, x^;U ; A4fcJ;J/Ancfc^^-C{±^^ 
/P; r30tfcv>T«±Xf-/P, n-me/U, n-^f- 

■i ■ X20ijj:t/c x2i ^za^^Xii^mL 1 ~ 

1- 'A<nT)i'^JV& mUi^ X^;UX, n 
-7"ntVUK. -fvrotVPS. n-yf-zl^K, yy' 

iL<, ■^i.zntL<\X)<^)vmxhh . k^uxv^r^ 

l.zi5\'^XkimM$kl'-'4cr)r)V^)Vm mtki. 

L<, ^\,zUtt<\±:^'j')VmX'hh. v^Hzm-fhK 

yi»\^m<7imimxhhmMm. 1 -6(7)7/1^^^ /wa t l 

[0046] ^^mk\'-'6cr>\LYu^i^T)V^)Vmi 

Sj i: iBi«-r-$) 0 . ti^'omtTii'^)vm^Mmxmm 
^titzmx'h'o. 7mmcomwiimimizmmi^j:^\ 

Mlii. t KnJf-v-^f-yU: 1 -3;/L'{±2 -h Ko^>- 
xf-;l,-: 2-^n:«i3-h Kndf>rDh°/U ; 1 

2- , 3-^/v:{44-t FDJf>'7>;L': 2 

3- , 4-*yt:{i5-t Kodri/^y^-/!/; 1 

2- . 3-. 4-. 5-^3t{46-hh'P^i^A.ilr>- 
2-tHa^v— 2-^ f-;Wx^ylx;5r fc'*^"^{f ' 4. 

ix , A > J; V" A 1 ' Ci3 1 2 - 1 H u v-xf-;!/ 
AWdl Lt^. ) 

[0047] r7j<i§at-g}^§ii-cu-CtJ:l-^^iCl 
-6c7)r;l'=3f;l'»j t{4. ^ 1-^6 COT il-^fl- 

y\imm(r>mmimmzmmi^j:\'\ 

ill., Rl5J^J:^XRl6^Ci^V^T^4^f•;^, 2-hHn4f 
[0048] r^mi-e^^T^Un^iri/Sj K 



xm. mm. >^v^i^m. xhdfi^s, 7-o,-K=¥i^ 

sec-7>^i^S, t e r t-7>^i^a, '^.y 
{i*F*L<<i:^|S:l-40TyP3dfi^S ^ 

Tti^h^v-. XNJfi^; RZ^t^fci^ttiXhdfv- ; r 

(t s y >''/i.ai7)ffiga-C'$) !> 1 ~ 6 <7)r;p 3^ 
[0049] ^^Wi2^\\(r)7'^)vms iiit. mi 

{f, rypdf;P;!^/W-ifr:yl^ (CTxtf, T-fe^/P, 7°nh';1- 

{ip^*IS:2~5(7)T;kdE.;^;<?;utc:^;i^) , 7';-;i^>&;i^ 
^-;ua (0iJ;c{i\ ^yV'f/U, ->-7 M/l^'Srt') 'Sri:" 

ifmf i^tll. R' i t/R 2 (Ifc V ^T^4K*l!t 2 - 3 CO 
7)1-^/1^)^ /l-t^-fl^ imzT-^^JU) : R^ojo^tl/^Rsi 

V ^TtiM^i: 2 - 3 cor;i^^y^7:?;i'*-y^ ( mzr 
•fef-;k 7*nt3fx;|^) : A'iJiyAi' (cfc<,^T««ft 

SSc2--3c7)r;L'^;l^;<?;P-i<-;L' (fftr-fef-zL-) : A 
2 tcio I, 2-3 cnrii-^ii^A ( 

y'^uiim. mz7-t^)\^m) mTtL\.\ 

[0 0 5 0] r>^^|!c2~7or;i.'3Jfv;;7;P*-7l' 

7>^i/;?;?/l-.tr-;U, s e c-7'H^>';<?7W-t>— yW, t 

RHzts\,^Xii^ : R'ncijV^Tti^ 

h^>';^)lt:~)V : R^Dfcit/fR^U^lfcV^TJixhdf^- 
A/U^^-Jl^mztTtL^K 

[005 1 ] r^^3-^l 3i7)7;P3=3fi^;!,;l.,i<-;l, 

L < « 1 -'4comm^trzii^i^mmTj\^^^i^mx' 

h*).i)-o rr;P4r;Pa5j *>m»l-6 (±E 

mi-e<7)r)u^)m^ tmm) . i?4L<{4i~4o 

V^i/f]lVif^~lV)^^)Vm. s e c-ZfV^i^fDVif-- 
t e r t -7"!-=^? i^X?;I^'-K-;M^;Ps '^y 
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[0052] r^^^2-6(7)r;l^ir-;i^Sj ^ 

Sic 2 - 6 ft) h mm,tfz \t'jtmk(^riv'r-}vm: 

h 0 , mUt\--)V^ ; r y ; ^ y rD'<::.;l^S ; 
rr-;l^S(l-. 2-tJt{i:3-7'r-;l'S) ; 2- 
;^^/U-2-rn'^-;pa : ^:^f--;u4 ( 1 2 

3-i7'di;4-'^>-r-;^*) ;3-/f-/P-2- 
7t:i;1/S; ( 1 2-. 3-, 4-* 

^jii[3~5cor;Pir-;u (mcr';/i^. 2-^^}v- 
2-rp^-;U, 3-^^;i'-2-7r-/l') ; A^tc 
t5v^-c{4M*¥*3-4cor;u^-yi^ {m^zr^ifv, 2- 

{i. x^^))V\ 1 - (2-4/::«43-) 7x-/P- l- 
(t7t{4-2-) ro'<.-;u : l-(2-. 3-t.fz\t 
4-) 7x::i;l.-l- ( - 2 - t^cfi- 3 - ) 7'r- 
)V\ 1- {2-, 3-. 4-Sfv:{45-) 7i-;l'-l 
- (-2-, -3-i!t{4-4-) '<.yr-;i', i- 

(2-, 3-. 4-. 5-i!t(±6-) 7xX/P-l- 
(-2-, -3-, -4-^J^^{4-5-) 'v^-fe-Zl^: 
A'St/A'' lct>v^t:{47x-;l-7°n 
( C 3 - 7 x-;p- 2 -ro><:i/P ) 5&<if 1 1 

[0054] rMnr/L-^J^-Zl^^J tJi. r7';|^y-;U 

fv:{42-) ^'DDb-/!^; 1- {2-ttdi3-) 9n 

0- l- (Sfctt-2-) ra^~iV; 1- (2-. 3 
-i/::{44-) :?on-l - {-2-tfz\i.-3-) 7' 
r-;l^: 1- (2-, 3-. A-ttz^iS-) 

1- (-2-. -S-Mi-A-) ^yT~)V. 1- 



(2-, 3-, 4-, 5-tfzf,i(>-) ;?ao-l- 
(-2-, -3-. -A-ttzii.-5-)^^'^-iV\ 
Zfih(^9nuiy"u^^ 3-Hifv:{47;i/j}-otffi^ 

U7'a^-)V {''^\,Z2-'^U'a-2-rn^-li') ifiU 

[005 5] ^mmW.2'-'lcr):^)Vf^^4)V7)\^^)V 

;1^7"^;l^S , yl^A'^ yU^^ >- -f ;P2X<4* / W n'^ 
mthh. rr^HZi5\^X\i. m>^2-^5<r>^)W<>=i^ 

)V^^)Vm) tmiK. mi>zntl<l±A/W^^-!Jl 
[0056] r ^TJl-^Jl^mcO^mmti^ 1 - 6 1 ^) S >- 

/l^TSy. 5 y , i>Xyf-;kT5y, i^'^^ 

;l/TSy**ifi;Lv\ 

[0057] rg^ig^^ i-.4ffl:^|*l(C-^05t t< 

D v'-yi/ , -f s r y 'J /I- , -^5 /y" u , h"'^ u 
T h 7 y y ivtim><zu i L t , 

[0 0 58] r^ff2~7<7)r/W^;P;<?;l^A*^:^;P 
r;l-=^;t-«j tl5|lit-$>I.ST-J)0, W^{4\ ;<^)Vii 
7*•f■;^;<f;M^'^:^/^, ^yi-f\^A)W<i^-iii-. 

[0059] r #r /l-^/UK^O^^it 1 - 6 T'J) ^ i^' 
T)l'^)ViliVf\'^A)VMi t(4, # rr;UJf/l^gKj 3f)^± 

(i'. >•yf-/^>;?y^>'^'^:^y^^ >''xf-;^;;&y^y^'^:•^;^. 

7°PtVl';i7/U^N't-^;l'. >''rf-/t/;<?/P>'N't'f /k >'''<•>' 

tyii. Ri 0 J: AHlfc ^-C{4i^'^ 

[0060] I" :S-r;P^/l^S<7)^S^*^' 1 ~ 6 -C'^) S i^' 
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spj *>±ie r^«g(i'-6cr)r/i.df/i^» J tmmt-^ 

[006 1] i"^3liS[2-7<Jor;u^;i'Tsy^3^-^/u 
J i: {4 , r;l/^;PaE*^mgt 1 - 6 T'S) I. T;i/ 

xf-;l.r Sy-f:t;{?yW't"-;t^, rohVl^TSy 
7>;UT$y^3f;<?y|^'i^'-;P, '^y^ 
/1/T5 y^7r:<7;l''i<x;p, A.Jri^;PT5 yf-Tr;^?/!//-!^- 

[0 0 62] ^AJl^^^^i-Til^lV'm} tii. rr/l^df 
yi-^j *>±iS rMmi--6or;l-^yl-Sj tmmx'h 

r;i'^;uffiiOfcV)i4a(cg^ LTv^T t J: < , 0^Jitf. 
;<?;U.+C^>-yf-;^ ; 1 -S/c{42-;^;W41'^d^X^;U ; 
1-, 2-tyi{43-;*;l-;K^j^7-otVP; 1-. 2 

3- tJt<44-;<?;U-i^"^S/7'f-;l^; 1 2-, 3 

4- tfzl,i5-^/l-n'^^>'^y^)l ; 1-, 2-. 
3-. 4-, 5-^/i{46-;<?;t'*'dri^^^S^;l'^iri:'*i 

[0 0 6 3] r^5||!ji-^6<5DT;P^;PX;Pt>-/l'Sj 
t(4, Til-^Jl^m^^M r^*i[l~6iOr;P^yl^Sj 
t!S|||T'ib«.St'J>0. 0iJ;i(4. yf-;PX/P*ri;u ; x 
i-!l'X)V t^~)U ; 1 -^/:;I4 2 -rnhVUX;!^;^-;^ ; 

1- i!^^{42-7'f-;PX;P4^:i;P; 1-, 2-4/i{43 
-'^y^/PX/P^x/w ; 1-, 2-tfzl.i3-^^i^)l 

[0 0 64] rryl^^xyi/yv/l^ys^r^/l/Sj T;U 

/P;^;WS'^-f ;P ; T'J/l^:^;l^^'^^:^/L' ; 1-, 
{iS-yTX/P;^/!^^^-^;!^ : 1-, 2-. 3-ifzlit 
A-'^yT-il'iDWi^^ )U ; 2-. 3-. 4- 
* fcti 5 -'s^-b x;i';!7;i.y n'^ ^ ;l.^r f *«*ff (oil . R 

[0 0 6 5] ^Tfl'^-)lm^ t{4. SftL^^^^** 

2- 6, c):0ifFiL<{i3-5T'S)^. iltt'^^^^cfirH- 

mm^mT>\^^-)umx'ho . mn^. xf-xyu; i- 

*)^c{42-rnfx;l^; 1-, 2-i;t{i3-7"f-x 



yU: 1-, 2-. 3-t.tzl,i4-'^'y^~)l : 1-, 2 
3-, 4-i/L-«4 5-^^^-x;|x^^7jiWV5ix, 
A 1 ,S.I/' A ' ' tcfc V -iT C 2 - rn h° x/i^ , 2 - 7> 
x;l^, 2-'^y^x;l'*iifi tt^. 

[0066] l■Ti^;^;t^i^r;^=^f;^SJ i:{4. Tx/i- 

a5*^'±ie r^«l!c2~l lc7)Ti-/^SJ ^a^L. rr 
J * L i- 1-6. J:0ff*L<«4 

1 ^4X'hivmmtziim.m^co7fi^/\^mx'i>^ 
mx'ht. mu£. r-fef-zM^/u, 7'of 3fx;M^ 

•f7V-i)i-;<i-H't£K; ztie^co^^ii-^^ xf- 

hiX. A2(Cj3V^T{4te r t-r^y-^yU:^^!^^^- 
[0067] ^i'-7JT)V^lVmi t\±. ^7ll-^)V 

4 x'hhm.mm-tz\^^mm^<^T)v^)vmx-h o , 

T y »i:T;l^^;W»cO fcoeaic LT J; < , 
0iJ;l{f, i^ry^^yU, xTyxf-;P. xTy7"-f-;W. 
vryy'otf;!^. i^ry^yf-;!^, ^rys-^v/i^^i:' 
*iW^>ti. A2{ctj(,^T{4i^ry^f-;p*^'^(=if * t 

[0068] Rin;fc(t^-S02-Rii(^if4H<^ft 

p- ynn7xX;UX/W;^x;|x, 2-i'yi-/lX/V 
t^-iU^ 1 ^7f-;P;^;U*x;|^, 8-=*ry 'jx;Px;U 

[0069] Rio^fcttl.- (CH2) „-Ri*cO|[f*L 
i- xf-yl. , ( 3 - 1 y > /l ) y -f-yU, ( 2 - f U ) 

y^/w, yh^>-y^;i/, y h^i^^t^/i^-ifx/M^/i-. 
vryy^yp. ( s-T-h^ru/P) yf-;u, (4-h° 

[007 0] R^aXlfRHzmH-SOi-N 
( R'5 ) ( RI6 ) <;)K^mt LXii. fn 'J i^'x;i^x;U 
7f:x;p, ( 2-t b'o^>-xf-;U) r5yy.;P*x;P, 

yf-;i.-rsyy.;p*x;i^, xy^;WT$yy.;i/*x 

[007 1 ] R^iiXV^RHziUfl-CO-N (R'8) 

[0072] R':feJ;UfR.2tiD(tl.-N (R20) 
(R2' ) ^liF^Lv^fi^cM^: LTti, rsy, xh^fv- 
;i^;u-i<x;pr5y. T'J;P:^;UA'^:^;P7'$ y, yy^ 
/i/Tsy, y h^>-;<r/L'--Kx;ursy, y^/wy-yi-^x 

/l/TSy, 1 -f^'Ji^-;!^, 2, 5-x:t^VfoiJ 

i^>-i--<;i', i-h°Dy;i-, i-NyTV''J;i/, 

2. 4--^'h Fo-2-^=!fy^^+;-V'-/l'-3--<;U 
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[00 7 3] R'fcJ;yRn:jo(tl>-S-R2 2<7)ffiL 

[00741 R22HfcttS-CO-N (R23) (R24) 

[ 0 0 7 5 ] R' J;l/R2 tcfc(t.& - S Oj - R^^ c;)^ 

[0 0 7 61 R'^hllfRHzaHh-O-R^^OiUtL 
V^fl:*«i:LT(i, ^h^i/. Xh4ri^. r'J;P5!-:Sr 

y7'OtVU:t^i' ; i^';<^;UT$/Xhdfi^, 2-X 
hdfv-Xhdfi^, (3-b°'J>'';l') ^^h^^i/-, (2-h" 

[0077] r'otfc(tl>-CO-N { rii) (r'M 

[00781 Ai*Dj:tXAi'tCfc(tl.- (CH2) „-r 
^JV : ^;PA'^:>f ; 4 - ^^iV'C'^v-J-iVf] 

>->>;P ; 4- (2H-Th7V'-yp-5-^;L') -^yi^' 
; '^yv'VP : m-fcitf o -7;U:ta'<.>'i^Vl' : ^t' 

[0079] R" \zm^hmM.^i\X^^Xi^i.^^-f-7'y- 

[0080] *^Hj|(ci3{tl> 5-r-hy y U/L-Sti. 1 
H -X S 7y'-.'P- 5 --^ 2 H — r h ^y-^P- 5 
— <A-$ra^-tl.o 

[008 1 ] *5«Hi!tfcl^T . Tie^ ( 1 ) 

[0082] 

UtSl] 




(1) 



[0083] (5^"4^. #iE^{±ffiefc [5]arj)i. ) x-m 

tx'(7)m.mmti±m^j:mL^^i^mim^zxo , mh, 
miM^mzmi^jittiti^^)\^:!^DNA (ltr) 

^(r>^'wmm-tizt^zi'o . ^^n-^mm^mit 

wAt^Mi. :.ixtx'<^^m\t\mmmm-^j:^tz 
ih. mm-wmm?f\ttz^iru^T—mmmizm 
m^'^A ivp.cr)m\kz-:^%x'h^ti:>nz.htih. n 

}Lt-h. ^mt-^Mt. HI V<7))g^*^<i>X^X^* 

-^mx'hh. 

[0084] tfz. ifwmi^ ( 1 ) fcit/ ( r ) c7) 
n(^com^^}5Xv^itm:b^tiMX'h^M-^A^^iE. t , 

St. :^m>Mco^ ( 1 ) 

[0085] ^%mcr>^ ( 1 ) cr)it^miz}5\,^Xii, M 
Ai^mU (Aa) T'a§m>«T-J)0> «»oR27i>>K^ 

is7--c*>i.^^ (mr, -ft^tt (la) bh^^o ) . » 

ji^RMi. ^^ayyW.'f: -hoS. -0-Ri« (R 

'"(iBuietiBist-j)!.) axt/'S-R^^ (R22iiBuie 

h|iia-C-J)l.) ■C'$)0. »ji=5rA'(±, ^Sf5l-6£0 

a^Xf- (CH2) „-ri» ( ni3j:i;:rio{ifri5fc|5lS 
X:hh)X:hh. R ' Jd i; t/=' A 1 *iittc±ie L fzWktM. 

[00861 ^^H^cO-ft-^ill!! ( 1 a ) COd-fe. ^ 

( 1 ' ) 
[00871 
[fb3 2] 




(1") 



[0088] {i^^. ^K-f-Jifiiet nmx:hh ) T-^ 
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Mi. J\ay>^^^ - has. -O-Rio (R>»(i|!i 

iitmmThh) tsxiz-s-n^^ (R^Hmatmrn 

;U,-K-;W7;L'^;L'«i3j;t^- (CH2) „-r><' (ntJj; 

[0089] *^Bfl£o^ ( 1 ) (^\t^\.zii\,^x\i. m 
A*<iiie (Ab) x-mtihrnx-hh^-^ (ot, -fb-^ 

-S-tt::\t-n ( r30) - (^d-c. r^Ht. 

I.) T-|)0, M^xa, -CH2-CH2-, -CH = 
CH-^Ttti-C (X20) (X2' ) - X201d 

mi-Acnrjv^jvm mui. x^/ps. 

n - 7''n tVPS , n - 7-f-;US ) X'h DX'hh, 
[0090] *%BflOit ( 1 ) cO^H^iRoCfcV^TJS. a 
AifmU (Ac) T^Sill.S-C'abO. *»-9R2 7!)>>k« 

Hi^t'j)!.^^ my. (\c) ti>\.^o) 



»-^) rS)'?, »M^A7{4. -N = C ( r'O) -ifdi 
-CH = C (r70) - (r'OtfCti. tRSH^ *7t{4 

[0091] ( 1 ) (7)it^if5!|{Cijl,^T{4. m 

A*<mie (Ad) T'^§ni.aT'j> 0 . *>oR2*i*« 

<Si^T*I.J^^ (WT. -fb-lrlll ( 1 d ) 1 1 ) . » 
ii^RMi^h^i-St-ibO, »)i^A9S.l>'Ai»{±7l<S 
M^Xti^^/l/ST'*)'). iif®^rA8{4=N-O-r80 

[0092] WTt;, -ft^l-^H (la) (7)S3S:^aT'J)l. 

Sjt:^&itiii;;"2^iliHj-rs. ±ie^ ( 1 ' ) x-m^ 

tii.it-^mmwkijmizi'^xmztm'^ . ±m 
^ ( 1 ' ) x-m-^ht^t-^ix. Timmij-mzmh 
A 1 ^ A 1 ' (cs # fi^itzTsimmiim iiiXx/2 x-nt 
>ii:*«f# 1.0 -(L-^*!!! (la) axt/^ ( r ) (^-fk^ 

mtfz-^m^zJ:'^Xij^m-t:^Zt^n'^l, i^, 

izx-^x. um^mumLxhx^\ 

[0094] 
[<b3 3] 
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Xg1 




(3a) 



xaz 



SH 



' {5a) 
184 ^ A'-x'(6a) 




a'-X^ (8a) ^ 



XS7 



R;=^R«|Di(sa|(3«0* / (la)\ SBttQ'^&«SJ& 
An ^ 



(l-5a) 

A A 




MK 

S 6 



J 

aV 



XS8 



(l-6a) 



A 




-S' \) (l-3a) 
X86 |RW-x^(7a) 




HB 

S '0 (9a) 
J«9 l^lbsH (10a) 



A\ 




s b 



A^-X^ 



(l-4a) 



(l-7a) 



XS7 



A*-xM8a) 



[0095] RK AK R'". R'^iij: 

[ 0 0 9 6 ] 1 

Rje^i^tf. r/l^rh H-fb^tl (2a) i:Xf-U>-i.-T 
#1.. *#:fi*)(c{±. i5ij;t(±\ TJlrt Vit^m (2a) 



IS7 

^^-/Hb-^l^ (3a) Srtf SC: # S 
iDigjit LTJi, mu^. xh=3fxx^'y-;i^. 

X:?y-;t-. >f vrne;UT;U3-;U. 2-rn 
yNV-Zt-. t e r t -7':J'y-;l^^(7)Tyl-n-;P^^?§ 

0 0''C:/^M1 3 0'CT'i5l.. 
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[00 97] IS2 

Kmmm^. mmco^^T. ^-^-Mt^^^ ( 3 a ) *r 

^7s.yit-^m (4a) 

{±. C^lxtf . Rl£:-^«5(C^;t-;Ht^?^ < 3 a ) RW^ 
^^(CcfcoT. <yV'i-:^7 a^y-it-^Vm (4 a) SrtfS 

/w. t e r t -7'^y-/Hfc')r;i/a-;i^^?§iei*iW 

SJSti. O'CTb^ 1 5 0°C-C, S?* t < «±^?aJbS 1 0 
[0 0 98] 1^3 

XrJ-y-;!^, yr^b°;^r;^3- 
;^, 2-7'OAV-;P. t e r t -7"'^'y'-;HI<7)r;l/ 

IS^t-^hU'^A, 7Ke§C;<?'J'>/^, ^iS;^'J'>A^(;)#t 

oorx. »iL.<(4MS;bM9 0t:t'^)l.. 
[0099] Xg4 

««atXt e r t --f^lWJ^^)^?^^ 

=y7y<r>^^T. xT-tffy-ft:^!!*! ( 5 a ) t a' -x' 

it^m (6a) & Kl£$-ti:l. C i: t J: 0 , SWft^!|^ 

(la) s-^-scfc^i-cti.. MRE(4. T-mmx 

ft ( 5 a ) cORj£jfi«c7)?§?gC. t e r t -7>;^i>X 

Tffi#L, ^t-^m (6a) ^SPt-CKt:M#tl.^tic 
J; 0 , Smt^^ (la) J:*^-?:-^ I.. 

mttXii. Thyt¥a7yy. '^.y-trV, N. N- 

«4, mm. yiimiti-bO'^M,. 7>;u';-f-'!7A. /vu 



*^-c-# I. o RfiSffl^ti , 0 'cnm 8 0 rt\ » * l < (4 
or:pjM^ia-c'$)^. jsi, -fL-^i^n (la) tfMexs? 

lit^m (1 - 5 a ) ^#l> C i: I. , 
[0 100] (R|=-O-R'0cO@a^!t%^^#l.ii^) 
Ri = - O - R' 0 -C-S) •i.*^BM^{4 . miiXm 1 - 
4fc<J;t>'tlfcaiS7 1 J: ->xm Z bifX't hif, R' 
*i-OMeT-J>l>^L-&t) (la) SrfMeXg 5-7 

[0101] JM5 

W.mm^. ^ hdf Wk-^ (1 - 2 a ) ^•Hll^l:*'^ 

« (BBrj) tRfE^-iir^ittciO. @W-fl:^!l%c7) 
—^T^l-t Fo^v-it-^t?? ( 1 - 3 a) 

i^RjE{4^vgi±>:?x mm, T)\^^y:f}x 

{f. r/U:fyB}^T, ^F^Hk^^ ('l-2a) tU. 
mm t C7)?I^!|%^ jt^* L , C fL(c B B r 3 i:Km\m 

t h'o^^rWl:-^ ( l-3a) ?:#S^t*^t'#l., K 

mmmbLx\i, mm, mt^i-i-y, ^^^y, h 
\mm-thzbti<xth. KiBissti, or;^^7o°c 

X\ ntL<\±OX:ih^^X'hh. ^rfc, hFndfv- 

ft^ti? ( 1 - 3 a ) (nmmfmm^inmx'fid zhii^ 

X%hi)\ h Yxn^i^it-^^ ( 1 - 3 a ) ii^iltf*, ft 

mthzb^j:<, '^a.ue\,zm^^hzt■h'^xt^. 

[0 10 21 IS6 

Sl£«iK4', Sao?¥itT. t Kn^Ht-&!t% (1-3 
a) fcRio-X' (sC*, RiotJiVX'JifrifitlBiaf 
) t'«$^?.^l:-^!t^ (7a) S-RjieS-ti:l.c:fctJ; 
->X. mit-^'i^<^'^X'hh\t-^ ( 1 - 4 a ) 
l.^i:;!)«T'g^l.o fif^s6<){c{i, mm, hKndfWb^ 
ft ( 1 - 3 a ) JSS*3 iJ/^b-^ft 

(7a) iMx.xmn-rhzt\,zX'^x. (i- 

4 a) Rte^iSEt tT{4. Wi. 

N, ii->'A^)V:!\r^jvj^Tivm<^mm^mih 
ti, zixt^\timttz\.mm-ti>ztifix%h. race 
ffli.^-sts«hL-c(4. mm. 7m-{ti-v')^M.. 

T-^l), RiSjaS«4. 0°c;b^7 0rT\ ifiL<{40 
rjbMMa-C-J)^. ^ti. -(L-^ ( 1 - 4 a ) {4^{C 

[0 103] IS7 

RfC^M*, SSc'^ffftT, -ft-^ft ( 1 - 4 a ) t A2 
-X' (5t+. A2iJj:tXXi{4roiSi:|5lST'S>l.) T'^ 
Sft^'fb^tl (8a) ^RJE$-<tl.ittCj:oT, ifl<) 
it^<^-r>XhU^-^ ( 1 - 5 a ) C t A^T' 

tmm. ^ffiisx?.^ ((5iji.(i; nvnyijx 



it 9) )0 3- l 19137 (P2003-11JL8 



tf, Tii^^ymmT. it-^m < i - 4 a > i^mmm^z 

IV I. T 5 K ^(Dm^tmi hfi. zilh nM^nt fz im 
mt^ztij^x'^i, Kmizm^^^mmtLxu. mi 

-^A, mk^V'^j^mcDimmmif^^^^iztt^x-^ 

h « RJCSSJi .-30 °CT}S. 1 0 0 'CX\ iff * L < «i 

o'cvi^bO'cx-hh. 

[0 104] (Ri = -S02-NRi5Ri6(7)g£|*)!H|S.ff 

h^^) R' = -S02-NR'5Ri6T-J)S*%BJ^<(:^ 
ti. Miexg 1 -4fei;l^'7 ICJ; -oX^h Z.bt^X't h 
*\ K^ifiM%W.l-X:hh\\.-^% (la) tfMaxgs 
is i Of 9 Mt/f t HU lElS 7 ^ i:J:^Tifll>c:h 
ifix:%h, 
[0 1 051 IS8 

if-JVm^. i^r-iffWt^ ( 1 - 6 a ) Sr^n 
y S t Rj£ $ -ti: ^ i 1 J: 0 ^ N a X vt^^ 
(9a) 1.^ i:*^-C'^ !>, ISRl5(±^vS1t;{fX (fiaj 

mm^^zM. mm. nv^ymm. 'jt^^v^^ 

!|% ( 1 - 6 a ) (nKmrnki^mmz^ N, N-i^'p^^;!/ 



XiVt^ y \^t^ ( 9 a ) $rf#|, C t *5t'# S . C T'fie 
ffl-ri. N . N - f-;l.;^;i-i>,T S KtiRlCifjUi: LT 

'>k^fz\mm-h^)L-»x:%h. sjasffl^u, 40'cj^ 

S10 0rT\ *TiL<{i5 0'C7!;S8 0r-C'ifcl.. 
[0 106] IS9 

RJiB^iSE4>, Aox;U7};y^t;-^ (9a) S-RiSRi^N 
-H (^cf, R'5fc<J:l/:'Ri6{i:Btr|Etf5]«T$)l.) -C-ft 
$itl>-ft^^?5 ( 1 0 a ) i:R]E$itl)::i:m:'5T, i 
em^!t^<7)-oT$)S jk^tl ( 1 - 7 a ) ^ftl,^ 

X'^h, ^<r)^mi,t-^-'m.ijx mm. nv^yax 

m) wmn.Tx-'fiommtiw mmui. mi 

Til-d-ymMT. ^^\=iXJV:i'.yit-^^ ( 9 a ) OR 

mmcomm^z. it-^m ( i o a ) iruixmnt^z 

tliZii'O. it-^m ( 1 -7a) ^ntZti/^X'^^. R 
I^^UbLXli. mm. 'J9u'a;<j>y^ ^dpt^/U 

Ji^l*^ fcJiWffl-ri. C t h , Kfmmii. ox: 

Jb'^lO'CT. iTt L<(i0°C7^M5 0°CT-$>^« i^, 

it-^m (1 - 5 a ) mmcom-^ii. it-^m ( i - 7 

a ) Srlg 7 1 |5l«=5::/j (f J; l 
[0107] i!Bt^rffi2 
[0 108] 
[^L3 4] 
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(12a) 



(«(1)Oir»-0«*) 




[0 109] (^tla, R'. A2, Ri», R 
[ 0 1 1 0 1 IS 1 

MSSJ*, r;Urt K-ft-^tl* ( 1 1 a ) fcN- ( t e 
$-ttl>^i:lcJ;oT, ^ ay-fb^ift (12a) 



X«8 

k*^'t'#i.. m.mi. T--m^'^ mut. r^v-Jv 

Ui. T;Pr?'y^T, N- ( t e r t --rv^i^i]}^ 

H^t^ (11a) ^mixmnthztizi o , ^ $ 

Wb^tt (12a) i'i^lZtt^T^t. s\:4'cOXf-^ 



(^2 1 )) 0 3 - 1 1 9 1 3 7 ( P 2 0 0 3 - 1 1 JL8 



mttm. s.'9J-)V. •< y7°nh°;l-T 

2-roAV-;W. t e I- 1 -7":5'/-;l--^ 

wt-^if^ (12a) (±#^ffii^i-i,c t . da.n2 

[0111] 1^2 

mm^, ^^iOffffiT, 5 y^t-^if^ ( 1 2 a ) 

77yfl:^!|*i (13a) ^ff&^i:*«-C'§i.. mm^z 

{4. fi?lj;t{i\ >f 5 WL-^ (12a) i7)KJtB}g«EO^?R 
{Ci-oT. <yY7yyit-^m (13a) Srft^^t*^ 

mi^: t'aV'Jy. t'^Oi^y. I- 'jx^;ur s N 
AQpigx;^Tyl'i: LT«4, i^'^'nopig^^/UAJIift 

Li.\ Kmmi. - 1 o'cn^e o'cx\ liftKn 

O'Cn^m^Thh. ^^y^Vyyit-^^ (l 3 a ) c^) 

yyyit^ (13a) immk. iii^-ts^t^<. 
<?:T.g 3 tcfg ffl-ri. ^ t ^ s . 

C 0 1 1 2 ] 3 

Kmmm^, ^^yvyyyit-^m ( 1 3 a ) ^JiistR 

je$-frl.c:i:(cJ;^T. mmLtzT^y<r)^W^it-^ 

(14a) ^^S^t^^T*^, I^OTi. ^vStt/y 

^y-fk^ft (13a) (r>Kmmm.<mmz. ^m:%t 

a) ^'\^ihz.tifx:%h. m%mmwMi. Wk'm 
colfmzx ':>xffozb'¥X'^. mj:uii'<.yy'7 y y 
it-^m (13a) (onyuwmcomiizX'^xm'M:^ 
is.irtnix\\ mmtLxii. mm. ^9 

;|/, x:J'y-;l/, ^VTn\l)VT)Vzi—iv. 2-y'UJ^ 

j-iv. t e r t -y^ j-)vm<rir}\'^-)v^mwk 

rh7tKo7 7>', 1, A-Vi^^^y . <.y^y . 
h/l-xy, T-t!-- NU^l--, N, N-i/.x^y|,•;^;^A7 
5 Y^<Ty^^-rxiVywmkifmiht\.. zfito\tmkt. 

fz\mmh^)iifix'%h. tfc. m^ii. Kmm<r> 
mmtLxmiiati^K 7\immtLxm^^xi:>x^\ s 
KfflJK «4 . 0 'cn^ eox:x\nii< imm-h ^ . 

[0113] IMA 



Kmmm^. ^mm^T. r^y<r>mm&it-^ ( i 

4a) imWL-fh^lhl.Zi.r-X. Kyv'yyy^JT"^^ 
y\t-^ (15a) ^nhZt-b^X-^^. ^.mz{t, 

mm. r s yn^m^iY.-^^ ( 1 4 a ) (^mb\mcr, 
mmf<z. -fv') ^Ax. h^i^mcr>^mm.xm-t 

h^ti,zi.-oX<.yv'yyy=JT^\::y\\L-^m ( i 5 
a) i:%h^bt'^X-^h. WmbLXii. ^^7- 

t e r t ^-)Vmff)T)Vn-)l'^Timt^ 

mihix. :.ixt,immttzimm-th z t -ifx-^ h . 

RJiEtcffll^l-SSi: LX\t. mm. i]'}^h. t e r 

xhdf>'h'^<?)^sr^i.ndf ; ^mcfv^y^i^. 

hff'X:%h, mimxt. o°c;^s8o°cT\ »*l< 
MmsLX'hh. 

[0 114]Ig5 

ht-x:%h. z.(ntzt). ( 1 a) \i. Kyy 

77yi^'r-b'b-y-fb^!|?!i ( i 5 a ) mmijmi<r>xu 
A t mm^j:mzntz t tc j: o ni z t h . 

1^, it-^^ (la) ^f^iaX.S8hPl«'5rRJit;4c#^^ 
htc j; 0 , @6<)^l:^<7)-OT$)^'ft^1li) (1-11 
a) S:#l.::t*i"-C^S. 
[0115] Ig6— IS8 

Ri = - o -R^^xhi^wmt^Ui . Huiais i - 

5 fcctmMdlgS^c J; oT'#l. ZtifX'^ htK R' 
*i-OMeT'J)l.^[:^!t*l (la) $rfMeX^6-8t=f+ 
■t^ t ct -9 T t tfl. ^ t *>-C-^ ^ . ^-nm 2 (Cfctt^ 

( l-9a) {4. it-^^ ( l-8a) mmmi<r) 

xmsb mm^j:mzn-tz tizx'onhzt *>'-c# , 

m^[:-^^<7)—)X'h^it^^ (1 - 1 0 a ) (4. -fb^ 
ife ( 1 - 9 a ) im&ljm 1 ^0IS6 i |5|«^rmc# 
■r^fctiO^I.Cfc^^'Tl'l.. $<i>t, -ffc^t) ( 1- 
9 a ) ^S3t:fe-£ 1 <^xn 7 b |3l«=5rKKtcftt ^ t ^z 

X 0 - Se^fL-^!f^!li7)-Of J>l.<b-^!|l!l ( 1 - 1 1 a ) ^ 

[0 1 1 6] Xg9*3j:l/Igl 0 

Ri = -S02-N (R'5) {R^n Xhl^^^mit-^^ 

{4. iiifiL/L\ lSl~5t3cl:t>'8tcJ;-5TffSc:i:*^' 
-e^S**, Ri*<**IIl^-C'*>l.'fk^ (la) ^f^E 

iS8~i oi;#-r^fcJ;oTi>tls;t*»'T#'g., m 
mifm2izmixm9i6j:i/i ow, Mit:^i£i(=fc 

^ IS 8 J: 9 1 |5|«tcff 3 ^ t t^X' ^ . IP % . 

m^t-^mco—:>X'hi>^^ ( i - 1 3 a ) (4. -fc^ 
iHj ( 1-1 2a) i:mj^ifmi(^xm8i5xx/9tmm 

^j:KPcHzntZtizX<0'i%^Zti)^X'^h. §^>t;. -ft 

-^ifjj ( 1 - 1 3 a ) i:m^u&i <7)xn7 bmm.^j:K& 
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- 1 1 a) imiZtfi'^X'^^. 

[0117] mmi^m 1 m 2 Tn^ixh:^mn<^it-^ 
ft ( 1 a ) axif^ ( r ) (D^t-^mii. ^-mzx o# 

^ i:' tc J; -5 T ^S-ri. C i: *^-C- ^ I. o 

[0118] WT(=, it-^^ (lb) (7)^-nmThi> 

.0 



mmm 1 -4 mmti . -fk-^ii*) (i b > <7)wm-^m 

a. Timm-fimm^^tir. znuzmtr^ifmz 

xmmth^it^mn. £mzmtx^mi>zx-)X . u 
m'^mmtxhxw 

[0 1 i9]|!!jt:^fti 

[0 120] 
Ut3 5] 



(2b) 



R 

1 -1 




COOMe 



(3b) 



(4b) 



xai -2 



1 




a'' 



(5b) 



A" 
HH 



(l-2b) 



XS1 -3 



.30 • 



HH, 



(7b) 




(l-3b) 



XS1 -4 


X^r' <6b) 








R' 

(l-4b) 




(l-5b) 




(l-6b) 



[012 1] (5^4^. Ri, A^ A^tjit/XMi 

[ 0 1 2 2 ] 1 - 1 

(2b) t^K>''p<f-7K3 b) t^RjSG$-ttl.Cfc(c 
J; o-C. x^lr/Ht-^tl (4b) ^ ff I, ^ fc *i-C-§ . 



b ) (D^mmmmmiz. ^ yyy- 1 -:fy<t-^m 
(2b) tfziimmtixmTLxmx.x 
jpfft-ri., Km. mm(7)Xo^mi:Mx.^z}iizx<o 

0 , xxr/Wt-^!|^!l (4b) ^ t m-^ h , KJE 

uy. h/pxy«s5) , x-T)mm (mm. xx-?- 

tt^f ro h yft^Ji ( mm. N . N - f'/l.^/UA 
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{i, mtii. mwmm muf. ^miti-ho^M.. * 
i^ft^'j-^A, TmitO'h^M,. ^miti-ho^M^ 

JCffiJSti. O'C-1 SOr-C', lfllL<{i3 0°C~8 0 
[ 0 1 2 3 ] XS 1 - 2 

KJii5?li«4', i!co?^T, xxr/Hk-^!t% (4 b ) ^j^' 

rsy-fk-^!|?!i (5b) fcRjc?-fri.cktcJ:-?T. 

it-^m {\-2b) t:%lZt I, , ftfrWtCfi, 
fiaj;!^', K<7)^fttTs i-'T S y-fL-^if^ (5b) cD^mm 

m<7)mmz:i^xTMt-^ (4b) sr-ecot^, 
I.. RfG^^kLTJi. CT;t«f, o-^ymmm (mi 

ym . mii^ruhymm mm. n, N-ixv 

imm-^hztti^x'^h. mtLx\i. mt\f. ^^^m 
mm, im. mm) , w^k ((?ij;t{f, p-vv 

xyx7U*yB?, Piri?) KiBSJS 
{4, 3 0 O-Ct', ffS t<{41 0 0-C~l 5 0 

[ 0 1 2 4 ] 1 - 3 

'JT $ Wk-^ ( 5 b ) ^i-'-TS y-ft-^iBj ( 7 b ) (eft 

^rxsi -2ti5iatcL-cff ^.ri;*-'-c 
# i. . is i - 3 -C'Ji. 1 {aoS»7-*>'SM$ix^c a 
6<)fli-^% ( l-3b) ^%hZtifiX'^t, 



[ 0 1 2 5 ] Xg 1 - 4 

SSOffffiT, SWft-^fe ( 1 - 2 b ) t 
R9-X1 (j^if, R3fcJ:l/Xi{4BiilBtl5|at-^l>) T 

1 mk^ixft^mt-^ ( 1 - 4 b ) c: k m- 

a,wmf,z{i. mui, ( 1 - 2 b > 

u-mm^comrnkz, WMt:mi.xmfL, it^ke 

b) SrjD;crHtm#-rSo RiGjgiii: LT{4. ^J;t 
{f, ^y-b'yi^jgii mut. ^iyuy. b;pxy 
^)\ x-r/H^?i^i (I5ijttf, vxf-;ux-r;l^, r 

h7tHP77y. >'':t^-9->'^) , Stt^^rohyft 

(f?iJx.«\ ymiti-h^J'yj^, ym-it:^ 

'J-^A. ^KK^cjf-'^A. *3g■^k•^^U'!7A^) . #b 

VyM. Xhdfv-H. n-7'f-/UUf-'>A^) 

ct*>-c-^i.. Rjs&ajgJi, o'c-so'ct'. j?t L< 
ii.o'c-^m.MX'hi. 

[0 1 2 6] XSl -4tCfcl-iT, S^^tCtert-T' 

swt-^tt ( 1 - 5 b ) fc.tt/aW'fL^tt ( 1 - 

eh) intZtiiK'^h, te r t-r^/l/i^V^;!/ 

i^uyt-^'o^^ it^m (6b) s:-»-r§Htrt=so 
smit-^m ( 1 - 5 b ) axx/ ( 1 

-6b) <7)i:*><b^#|.AHci:-:.T, St:m<7)ft^RJE?a 

[0 1 27] $gji:&a2 

[0 128] 

1(1:3 6] 
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(8b) 



(3b) 



(9b) 



XS2-2 



I H,^\^ (5b) 




K 

xm2-3 



m 



(1-vbr 



X^—T^"' (7'b) 



(l-8b) 



Xig2-4 



^30' 



V 




A 
HH 



(l-9b) 



[0129] (5t4«, R' , A« , A5 , XI fcit/' 

rSO'JiBuiefclililT*^) 

[0 1 30] Xjg2-1 

1^2-1 tt. ai^i^^4^-< y^^y- 1 -^y-fL^ti 
(2b)*><^l, 2, 3, A-ThytVui-yi?]yy 

- 1 -itvit^ ( 8b ) tcfti.i.^i'Mi, ±iaxsi 

-li:|5l^WT3Ci:*«T-&l., lS2-HCJ;t5, x 
X^Mt-^lfia ( 9 b ) ^ffl, ^ t § . 
[0131] Xg2-2 

1^2 -2{i. ajllE^SrXXr/Hk-^ife (4b) 
xxr;Mk^!t^ (9b) {2ft;il.lilWi, ±MUM 1 - 
2i:|5jmwtT^Ct*'T"#l.. Ig2-2tcJ:'?. iW 
^t^ft ( 1 - 7 b ) $:{t^ i t *^t-# ^ , 



XS2-5 



HN \,„ 



V 




NH 



(1-lOb) 



[0 1 32] Ig2-3 

mmm^. uwm^f. m^-^ ( i - ? b ) t 
r30'-xi (5t4>, r^'i' aiiWimubnmx'h 

h) X-m^Khit-^^ (7'b) ^KJ!C$-ti-^CttJ; 
0 , 1 {iA^B^^i-Lf^ ^mt-^ ( 1 - 8 b ) C 



nmt^iini (1-7 
(7'b) iMtx^izmm^ ^ t J: 0 - awik-^ 

tl ( 1 - 8 b ) SrffS Z b ■& , Rmimt IX 
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[0 1331 1^2-4 

SW^b^ft (1 - 8 b ) ^ii7k«RiE4c-ftt-r t tCct 
0 , ( 1 - 9 b ) ^ftl. c t t^x-^ h , 

mz\i. mm. nmiY.-^^ ( i - sb > coRi£:«is<o 

?MIC, 2, 3->>;^oo-5, 6-ix'vTy-l. 4 

-Kyv^yyiiiwx.xmn-fh. Kmmt utii, 

t L < {± 3 0 "C- 8 0 'CT'J> I. . 
[0 134] IS2-5 

-7b) ^mmKmziftz. t j: o . b wt^ti 

( 1 - 1 0 b ) Srffl. ^ t A^'TI' « iftWtcti, mt 
(f . SW-fb^io ( 1 - 7 b ) . J^yi>'^2^m^iiXlfK 

mmiwm.n^h, w.mmmtLx\i. mm. 

y^ymm mm. ^i^uy. hiuxym) . X- 

yyy. 'M^^ym . m^i^rnvymm (mt 

Sti. O'C- 1 0 0'CX\ nt L,<<i:Sa-8 o°c-c* 

I. 

[01 3 5] i?^:S*3 

[0 136] 
«l:3 7] 



o 



R 



(9b) 



R 




C02Me 
Br 



(10b) 



OH 




COjMe 



(lib) 



(12b) 



BOC 




COjMe 



(13b) 



R^iS^X/L^cOjMe 



(14b) 



R' 

X5g3-5 



(i-iib) 



[0 137] (^4". R's A«jDj:t;:A6{iMIEi: 
|31t^-CJ>0> Bocttite rt-y^^ri^:!&;^,■K-;^ 
^7)B&■C••^)l.. ) 

[0 138] 1^3-1 

^mm'P. fm<^^^T. x^r/Ht-^itl!! ( 9 b ) ^ 



6 ) ) 0 3 - 1 1 9 1 3 7 ( P 2 0 0 3 - 1 1JL8 



b) i%lZtti^X'^h. mmui, mili. xxr 

ii'-it-^m (9b) cmmm^mmz7'x:i=Em\i:mn 
it^^ ( 9 b ) ti, ^mzx <o. mm- nmthzbi)^ 

pfdfHfy^) . /^nyy^m^ mm. i^^uu^^ 

y. ^'^^7^/^A^) l?*W^>ix, Zt^(o\imktfz 

^)}vm)mihtih. o'c~ioo'ct\ 

ii? i L < «± 0 'C- 8 0 'CT'S) I. . 
[ 0 1 3 9 1 Ig 3 - 2 

WM%%^. 7u^\m (1 0 b ) ^ 1 . 8-i>'T-f' f 
v;?n[5. 4. 0 ] - 7 --^yT-fey tR(B$-ttl.C 

J: 0 . r^7;? Vy\t-^ (lib) lr#l. Cl fc 
$1,. ftfWtC, mtfs 1. 8-vT1>^f^^a 
[5. 4. 0]-7-'>yT^: >-iORj£?i^cO^§?«(l . 
7P^:{l:ti (10b) &^c?)i4. LTjiS 
TLTJ!id;c. tttfftl., T'D^-fkiHj ( 1 Ob) {i, 

{±, CTztf, ^y-iry^^gM mm. ^i^vy. V)V 

h ytt?§lK m\ut. N , N - y ;>< r 5 k\ 

iy^^)vx}v^-^i' Ym) . T)v-i-ivim% mt 

ti'. 7-)V. x^'y-yu, yrahvi-r/P^- 
zi.. t e r t -79J-)Vm mtimfi^tl. Ztihli 

M^mtrzmm-tizt:f}^T^6. or~ 

10 0'CT\ «FS L<{i:0'C-5 0"Ct'35l), 
[0 14 0] XS3-3 
RJSE^ii*. i'7'S'iyyit-^'m (lib) 

T$y-fh^^^) (lib) ^myi<.Km^zntztizx'o. 

•fV9V yit-^m (13b) Srtf 4 >! i: I. , fti* 

fl<)tc{4, i-y^^yy-it^m (lib), um^ 
tifzrs.yit-^ (lib) fcJ:l>'M;7x-;P;^;^7 

-hi^cott. ttzmmtixmrtximi. mn 
tl. i-y^uy-it-^m ( 1 3 b ) {4. nmizx 0 , # 

t4\ <>-t'>-|^4f^ (CT^tf, ^^-i^y, h;l.xy 

m) . Ji-Tiu^mis. (mm. i/xf-zi/x-r/t-, r 

h7tKo77y- i^':t^-9-y^) , y^nyy^m^ 
(mm. i^9xnu}ijfy^ ^uut^iVJ^m) . 

>\^mm (mm. i^igx^;^, mmfi-m) . ma 

^^ray-yitm^ (mm. N, N-i^j<^j\^7tx)UAT 



5H, r-thxhtj/p, rth 

*^'T-|' I. . MaSJi , - 3 O'C- 1 0 O'Ct'. iFi L 
<(4-3 0°C~Siat-^b-?.« 
[0141] Ig3-4 

-^7^^■y•^l:^|f^!l ( 1 3 b ) <?)Ti/i^.mmi:^m^zm 
■oX. iM«iii-ix{f J; < , M«sW(c{4, mm. i-y^ 

\yyit-^m (13b) tC4N-igK>;'7j-4r-9-y?S;S$r}^ 
Mtxmn-ti>. ZtiizJ:*}. Km^ixfzi-y^lyy 

^t^m (14b) imm^t Lxn^tiii}\ ^mi,z% 
-oxyv-^tt^zt:fi^x'^h. 'da.mzmm-th^ 
^^zii. im^<ottxhx^\ 

[0 142]Ig3-5 

Kmm^. mm^tifzi-y^h-yit^!^ ( 1 4 b ) 
^^^mimmzntztizx 0 , swi:^!i^ ( 1 - 
lib) i:mztti'ix'ti. M:i¥m^zii.-mm. m. 
^m^tLtzi-y^vyit-^ (.14b) (OKfmucrim 

mz. 1, 8-xT-»f'f>:7o [ 5 . 4. 0]-7-'> 

yT-^y^Mx.. i]\^m^ti>. RMimmtLxu. m 

m. Ky-^ymm (mm. ^i^uy. h;i.xy 
m) . X— f;i/^^ii (mm. S/x^;i.x-x;P, X 
Y'y\z]<ayyy. 'JUr^-fym) . ^^u^ymm 

(mm. 'J9ua:^9y. yaut^ivm) . wm^ 
y'uhy'mm(mm. n, N-i/'^^;i^rf->;ui.r5 
i^)^^)vx)vt^i^'^Ym) . T)vo-)v^m% (m 

m. ^^y-fi. Ji^y-ji. ^^/y°^\:)VT)V-3- 

t e r t -y'9y--)Vm) ^^^f^tl. ZiXhii 

mmtziimtiztijix't^. Rmma. o'c~ 
1 5 o'cx\ m I < {4^ffl~ 1 0 o'cx'hi> , 
[0143] mmm4 

[0 1441 

[its 8] 



(S7) )03-119137 (P2003-1 1JL8 




[0 14 5] (stftJ. Ri. A*, A5fcJ;yxi{± 
[0146] 1^4 - 1 

Kmi^'P. imcD^WF, -^7:?^y■^l:^ft ( i i 

( 1 5b) ^t#SCt*5T#S, ftf^WCJi, ^J;i 
tf. i-7^Uyit^1illi (lib) C0R^e?§^<7)^?B[{Cig 



I?) , x-T/p^^ifSiS >>xf-;i.x-r/l-, r 

h5tHD7^y, ~>':^^-9->-^) . m^^rahy^ 

m^imm. N, N ^-zI^^/PjUT S 
yPxyl^d^dfv-H. r-tr h-h'j7l^, r-bhy^)l|*>^ 

m^zm^^hmmbLxii. mta. mwmm mm. 
mm^m't-v'j^m) . t-au^^ 

^. Rjse?seii, o'c~ioort\ *ftL<{i^ia~ 

[0147] IMA - 2 

-fb-&!K3 (16b) i'i^h^tt^x^^. 9:Wmf.z{i. m 

t\i. 'JA^lVTiiy^^i])V7f^~lVit-^^ (15b) 
{f, ^y-^yikmm mt\f. ^=y\yy. h>U:cy 

m) . j^-^)^mmm mia. j^x^;i/x-7^;w, r- 

mtii. i^^auA^y. ^oo;J;;l/A^) , x;?.^ 

)\^^m0(. mm, pisx^/i-, pi^t'^/u^) . mt 

i^ruvymmmm, n. n->^-;<^/p;)^/uat 

'J?i-^)VX]Vt-^i' Y, 7-t U/l^s T-feh 

y^) . 7iv^-)vmm mm. x^ 

/-;K ^ yrof ;i^r;l-3-;|/, t e r t -T'^ry- 

1. . RjesKJi. 1 0 o°c-3 0 o'cx\ nt L 

<{±2 0 0''C-2 5 0°CT*l>. 
[ 0 1 4 8 1 IS4 - 3 J:i;flS4 - 4 

1^4 - 3T{i. -fL^!!^ (16b) ^OfMfSliRlESrff 
I ^ , IS4 - 4 Tli. Ig4 - 3 t1t '^ixf^Kffim 

(17b) trsy-ft^ii^ (18b) is^^H-i^rams 

J6t-ftr« IS4 - 3-Cl#^>fLl.lili«MI«: (17b) 

m§m.^i:^<, Ig4-4(c#t-^t*^'T'l=, 
§ izxn 4-4 {il§S#ST-C'jtff I. , IS 

4-3txm4-4iimmiz'i7off)mjtL^\ iM4 

-3fcie4-4(i. Rl&g^*. Jg«c7)#i£T. 

f-zt-^/i-yN'^^/uf-^-fb-^^ (16b) s-r 5 yfb^ife 
(ISb) bm^'±hztizx'onozti}^x-^, z 
tii,zx (17b) m^ix. smt-^m 

( 1 -1 2b) irmzbtl^X'^h, TSWb^ ( 1 

8b) (±, mmmm(^t(7)?:m^^hzbijX^^. 
Rix^mmtLxii, mm, <y-^zy^mm mm. 



(^8) )03-119137 (P2003-11JL8 



-r^y ) mi^mf hit. ^tit, ^tmkt tz i,m 

A , Um^mi- V^J^J^. ym-^t-i- h 'J ) . WIS 
iSS (I5<l;i<f. fnUx'y, e^UvV, b'jx^/l/T 

mm.i-v'}'^j^ ^^v^i^v. i-v'j^i. xn 
df h'^ ) ^;!) wiixi> . s:j£fiS{± , or~ 1 0 0 

'CT% »tL<{±0'C~6 0°CT'J>l), 
[0 1 493 S?Jt*-j£ 1 ~4 X-^htlhit-^ (lb) 



[0150] m^z. it-^^ ( 1 c ) (T^mwikX'hh 

%W^WSkmLX{>i.\>\ 

[0151] "m^n'Al ih^ifi-S-ttz^iSO-X 

$>o, ti^^?ifi-n=n-. -NH-cb-. -CH2 

-CH2-, -N = C (r70) -i/::(4-CH = C (r 

[0 152] 
[^k3 9] 



{e9))03-119137 (P2003-11JL8 




(1-5C) 



[0 15 3] (^4". R'i3j:txr70(i, mitmmx' 
hi, ) 

[ 0 1 5 4 ] Ig 1 - 1 

nm^9- 5 0 9 9 6 1 ^^ji:mtmm^J:lTmT'i%i^tlt^ 

^ ( 2 c ) ffiit-^m (WT, it^m i2c) b>>^^) 

( 3 c ) <7)-fl:^tt (UT, -fC-^if^ (3 c) k^^o) ^ 

tii:mmm^-t^, -it-^m ( 3 c ) ^tiox. 

[ 0 1 5 5 ] iTi 1 - 1 Xm^l^m^t L-T«. ^ 



tii. O-i^ymW^ mm. ^i^]yy. h;uxy. 
xmi-iit. Jiffi2 0r-2 0 0x:. iiftL 

<(i5 0''C-l 5 O'CT-ffa. 
[0 1 56] X@l-2 

RJ5e^ii4'. IgffiiOffttT, 'ft-^ii (3c) ^a-^^k^ 

RJiE^-ii-l. ZtizX^. ^ {4c) cDit-^m m 
T, -fl:^!I^!l (4c ) t\^d ) i:n^Ztt^X'^l. ftft: 

mi,zii. mm. it-^m (3c) tRjejg^corM^ 



(8 0) )03-l 19137 (P2003-1 1JL8 



jiSTL, mnthztizxD . -ft^ft (4c) miz 
tJ}K'th, it^m (4 c) sftcj;-^T, M-m- 

[0 1 5 7] igi - 2t-ffli.^i.*g«fc ixii. mi 

S^(0IJ^{f. ^^■:t^-9->. f-b^t Kn75y (TH 

(DMF) , ^^fAW^ixl., ::ix'^>ti, WibT'ffi 
fflLTt,, WfflLTt J;v>„ 1^1 -2(i. ji?lf-20 
r~7 0°C, i}tL<i±0'C-3 0°CTnd. 

t 0 1 5 8 ] IS 1 - 3 

Kmm'P. KCO^ST. 'fb-^l*!! ( 4 c ) ^ : 
-C (=0) -NHNH2 (5^4^, r70{i(?|ei;|5|«T- 

0 , ^ ( 1 - 1 c ) (Dit-^^ iar. -fc-^tt (1-1 
c ) tv^d ) rnhzttn-^h, mmui.. mi 

a\ -fb^it*! (4 c ) , h V:yi^mi5Xxm<7)Rmmi 

HI. n-y^y-zp. DMF. xjj-^-^-y^t^w 

gl -3Tfflv^-i.bF7i^"F»i:Lr{i, mHi. T-t 
fc>W^>ni>. iSl-BTfflV^^KttTti, m 

3&Wb#ll., lSl-3{±. MS0T:-17 0t:. «F 
* L<{i8 or- 1 3 O'Cf tf ^ . 
C 0 1 6 0 } Ig 1 - 4 

Kmrn^P, iSO#^£T. -fb-^!|?!l ( 4 c ) $rjt : N H2 

NHc (=0) -Li {zzx\ LiimmmTh'o . I 
n 1 - 4co^frT-ciMai^sg^:ama-c'ftii{f i < . m 

?<-^}l. X^/l^, te rt-7>;l/. 

[0161] xmi - 4X'm^^^Kmmtix{i. m 

tJi', DMF, >-p<f-;kX;l^;^df >' K 

(DM SO) , THF, ;^::5'./-;U^f*^W^jil-g>. 

ztihu. smxmmixij. mmtxhj:^\ xmi 

-4T•ffllr^l);<f/^^^'^f-^!li: mHi. ^^li- 

:^)W<'^— h . x^;l^;!^;l^ySMf — h , t e r t -7'^/U 



mi-4X'm^^mtLxii. mm. p-hyuxyx 

j(^yxn-7\-ym. Sit, Klg. hU7;i/7r 

gl -4{4. a^2 0°C-l 5 or,, »SL<{49 0r 
-1 3 0rTlTO. 
[ 0 1 6 2 ] IS 1 - 5 

^mm^ , JS«0^?l£T, -ft-^tt ( 4 c ) ^ 2 - ^ o 
oxf-;l^T5yJSKfitKJe$-t§it{=J;0. ^(1 

-3c) c7)iL^ft (OT, ^k^fe (l-3c) t^-^o) 

inizttin^^i. Mi^mui. mm. it-^m (4 
[0 163] xmi-sxm^i&mtixii. mi 

W, hyxf-;prsy, >^'T1ft'>-7n'»r-iry (D 
B U ) , Mi?7j<«:h h 'J -^r A , Tiim^ti- hO^J^, ym 
iti- h 'J A^i:3&W/i>ni. , 1 - 5 X-m^^lK 

mmmtixii. mm. x^y-;i. (it*) , n-r 

^'y-;!/, DMF, T-thy. TUF^st'ij^mf'^tl. 

zilhii. ^m-mmtxh. imixhx^\ xmi 
-5(4. ji?i?or~i 5 or. L<{45or~io 

orTfi-5. 

[ 0 1 6 4 ] IS 1 - 6 

^iBmm^. mcn^^T. it^m ( 4 c ) : nhz 

CH2C(r70) (OMe ) 2 (:^(iJ, r70(iHffiat 

xh^) x^^tiir^^-Mt-^bRm^-^tzt 
(ci 0 . 5t ( 1 -4 c ) <7)^L^!H!i (OT. M^m ( 1 - 

4c) t(r^^) i'i%i^zbti^x'^i. mmzii. mi 
tf, -ft-^ii*! (4c) , T-t^f-jHt-^maximcomB 

[0165] xmi-6xm^^i^mmmt txn. m 
m. n-y^'y-)}^. dmf, thf. pkx^/i^^t 
f*w^>^. ^fif>{4. #?4-r'«fflt-ci,, mtx 

i=tv\ Igl-6-C-fflv^l>i!i:Lr{4, ^Ji.{f, P- 
hHJiyxiit^ym. ^^yx)Vt^ym. i§M. mM. 
b U 7;P^DifKi3j:t/^c7)7kfnW>W^>fiS, 
l-6•C'fflV^I,r•fe^'-/Hb•^^!^i: LTJi:, 0^)i.(f, T 

mii^j:}^timi^ixi>. xgi-6{i, a^or-1 5 
or, ij!?*L<i49or~i 2orT'fira. 

[0 1 66] XSl-6(4, r^^t^^mi—ecOTtV 

^)vmxhhm^. WT«:^i£c ^.nxi^'iiozb tK- 

-ft-^ (4 c) Srst: r70- =C-CH2-NH2 ( r'O' 
(4, eM«i^^{4:5)-ilSIMcO^Si[ 1 ~6c^r;^^;^■r■ 
^> ) T'^ § ix T s y T /l-^^f y t RJC ^ -ti- ^ -I t (c J; 
•9. -fb-^iflJ ( 1 - 4 c ) ^#1,^ :S#:e<JlC 

J4. M;t{4\ -fb-^iii!) (4c) j:i>'iKT$ yr/p^y 

xrfminixMm-^. 

[0167] mt}5mzii^ihKmmm:t lt<4, mi 



(81) )03-l 19137 (P2003-1 1JL8 



'Jyt^-^y. THF^f) , DMF^t'AWi'^ix-i.. 

"0^2 0 or, ntL<iil 0°C-1 SO'CT-fTP, 
[ 0 1 6 8 ] Ig 1 - 7 

Rmm^P. -fL^ft (1 - 4 c ) irm-i^aam^MM 
mt^&^^-^hZHzl'O. it ( l-5c) coit^^ 
(OT. it-^ ( 1 - 5 c ) fcuo ) S-fll.^fc**T'# 

ft*e^(c{i, muf. it^m ( i - 4 c > <7)Kmi^ 
xui -i-cm^^im^mt ixii. mx.i£. mt^ 



figfflLTi, fiffflLTtcti.^, isi-7(±, mn-2 

CC-SO'C, if4L<{±0''C'-2 0°CTifo. 
[0 169]XSl-8 

^^=^mim<^^'Y, it-^^ ( 2 c ) ^ 
-^^|J'>ATi^•^'tR^G$-^^-scfc^cJ:0, ( 1-6 
c ) cO^k^tt (OT, ( 1 - 6 c ) ) 

[0 1 70] S^jt:^ra2 (As*i-N ( rso) --C-J, 
0, *»OA7Ai;-N=C (r^o) -^;^::{iCH = C (r 

[0171] 
[•(1:4 0] 



(6 2) )03-l 19137 (P2003-1 1JL8 




<l-7c) {i_8c) 



[0172] (5^4'. Xi(if)iei:|HlSt'^0. ZMiS 

mmtiii^i^mmmm. i ~6 ^r;^=^f ( mi 
h) 

[0 17 3] Ig2- 1 



5t ( 6 c ) (r>i-^~>ut^ mr. itm ( 6 c ) 



(6 3))03-119137 (P2003-11JL8 



ZtizX-yX. •ft^it^ (6c ) ^rftS^tA^t'^l.. I 

2 -Hi. 5 0°C~1 5 0'CT\ iJif*t<{ll 0 0'C~ 

1 3 0"'CT'tT3» 

[0 1 74] Xg2-2 

Jfi«<7)#ttT. -fb-^ (6c) $-APifi? 
x.X=f)V>iK^^^hZ.t\,Zi.->X. 5^ (7 c ) coo- 

v>^7xy^l:^% (OT, -fC-^ft (7 c ) tv^o ) ^ 
■^itSj ( 6 c ) fc J:t^>Nn@f^x;?>r^i,^jDiTfi8m^. 

z.fi\>z^m^mm>z uz^nx. fbM^ii ( 7 c ) ^ 

:s^9J-lV. ^VTu\^)Vr)V^~)V. 2-7'onV- 
t e r t -r^'y-ZU^) A<W=>fL, Z.tlh\l^ 

^ifeT-fi^fflLTt. ttfflLTtiV^. IS2-2-Cffl^^■5> 

APSfi?x;^r;PtL'C{i. mut. yn^:PK;<-f- 
^'aopK^^;!.. ynt»Kx^;l^. :J'ooB^S! 

x^;l.s|;()iWA.ill.« ZS2-2TfflVv|,^Si: LT 

^;h-nUv>. h-'^'Jv^y. h 'Jxf-;Ur S N- 
-2 {4. Or~l 5 0rT% ifiL<{4Sia°C-l 0 0 
[0 1 7 5] IS2-3 

RJ£«I?4>, ^a^^i?«T, ft-^itl? (7c) ^jjDSftMf 
■ri.^i:tCj:-:)T. 5^ (8c ) co'JT-^i^yit-^Va (til 
T. -fL-^ (8c) tv^a) ^#l,Ci:*^T'#l., IS 
2-3TfflV^SRie^*li:tT{±, T/l/3-;W 
(fii»l;ctf. ;^^y-;l^. x^y-yp, yrof 
;Pr;U3— 2-To>'\V— t e r t-y'^J'y- 

;i^) mw(^ix. zh(^i^Mmx'mLxi>. mmi 

TtJ:v\ lS2-3t'ffl»r^l.ig«i:tT{4. mHi, 

^'J^A te r t-7>df>-H\ ;< 
i/K, -^-h'J'^A xhdfv-h'^c^^JSr/Pn^i^H ; 
iliUSS ( fifltff. ^kig-fti- hO^M.. ym^tij 'J 
A. ^il^^U'^A^rt') , (0y;tti\ DBU^S: 

tl ^t'AW^ill., lxi£M4, ox;- 10 or 

t'. iiftt<iim.u-'9 0'cxS)i. 

[0 1 76] IS2-4 

v-7i/7yc7)ff^iT. fb-^ft ( 8 c ) ts^: ( 9 c ) 
(OT, -fL-^!I?j ( 9 c ) tv^^ ) iKm^'t^^Zbiz 



J; 0 . 5^ ( 1 0 c ) <r>^t^m (OT. it-^ ( 1 0 c ) 

COKft^l^COMWHZ . t e r t - y'f-JVM 'PUU-y 

( 9 c ) ^jD;lTMCJ«J*-ri.^i:{cJ: 0 . -(L-^tl 
(10c) 5-f#l,Ci:*«T'#l.. Xg2-4T'fflV»|,R 

f-h7bKn75>'. '^y-fe'y, N, N-v-'yf'/U*/!^ 
ATS H#) ; X-T^U^mii (e^lX-tf, h^i^x 

LTtJ;CA„ IS2-4t:'ffli^l.iSSt 0iJi. 

{f . TKK^b-t h y A , T'f-^i' u f-^-A , . >; A t 

e r t - y h >- H\ h 'J A^i:V)iima 

*>WbtL|.. IiS2-4{4. Or-SO^T. 

[0 1 77] xm2-5 

Kmrnk^. ( 1 0 c ) ^sjg'ftMtRjG^-tti. 

^t^zi. O . S ( 1 1 c ) tTHt^l*! (WT. -fb^ ( 1 
Ic) fcV^^) ^tfl>^h*^'T#^, it*:6<)«4, 0l);t 

{f . -fb-^ft (10c) tmsmM^-^Mz. ^m. 
mtwt. imm^-th. -ft^ii^j ( 1 1 c ) {4, wm.z 

[0 1 78] lS2-5tfflV^SR)ei§jii:L-C{4. m 

hix. z.fih\mm:m^\^x^ . effflL-ci-tv^^ i 

S2-5{4, aSO'C-1 SO-C, »tL<{48 0'C'- 
1 2 0rT-'^f3, 
[0 1 79] Xg2-6 

RC^^K*. mm^T. -ft^^ ( 1 1 c ) $r. 5»i : N 
H2NH2C (=0) r70 (^1^5, r70(iHir|ei:|gaT'* 
S ) T-* § ^1 1, h F ^ V >"fl:-^^l!I t RiE^ -ti^ S ^ i: t J: 
•9. ^ ( 1 - 7 c ) co^b^!^ (OT. -fb^ (1-7 
c ) tv^o ) ^f#l,ii:*«T'§l., ^*6^tc:{4. M;t 
-fb^ ( 1 1 c ) . t h'9x>"fb-&!|*it3J:Dfi|coS 

[0180] -IM2- tx'm^^hm.t hx\i.. mui. 

^)y)Vi!X^mSf£>iifmft^ilh. XS2-6rfflvM. 

mMWkt\^x\t. mm. n-i'^z-ii. 'J-^^^ 

LTt. {JffflfCt.J:>-\ Xg2-6-C'fflt^l.hh'7v= 

hhK5>''y^t>W<^ni., XS2-6J4. jl^2 
O'C-l 5 0°C, L<{47 Or-1 2 Ortlf ^. 
[0181] Ig2-7 

U.m\m^. i§c7)#?!ET, -fb^!|?!J ( 1 1 c ) St : N 
H2CH2C(r70) (OMe ) 2 (j^J^", r^otifrKt 
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ZtizX*). ^ ( 1 -8c ) <7>lt^ (J^JIT, it^m 
( 1 -8c ) ) inhZtti-T^l. 

[0 182] xm2-7X'm^^iMUt LTti, mi 

I^.2-7Tffli<^^i?i: LTfi, :<l?yx 



5 0°C, »iL<(45 0'C-l 2 0°C-riT-p. 
[0 183] Kjt:^j£3 (A6*i-S--C$>0, *>OA^ 

(0 184] 

[ (1:4 1 ] 




(4c) 



SMe 



X83-1 



<12c) 



Xg3-2 



(1-9C) 

[0 185] (it^j, RHmiitmmt'hi) 

[0 1 86] XS3- 1 

Saoff^T- iL^ft ( 4 c ) S-h FnJf 
i^;l/r5ytfiK«fcKfG$-ttl.>Itt;J: 0, ^(12 
c ) <50-fk^!fe (tJlT. -fb^il^ (12c) fcV^d ) 

ztii^T^h. mmzii. mm. -fk^ (4c ) , 

[0 187]Ig3-lTffl<.^S<S»tLT{i:, mi 

T 5 y ^ fc-* W A>il !> . IS 3 - 1 t-ffl I ^ ^ RiiS?^^ 
blXit. mH£. n-7-^y-;u. v^^l^y. DM 

icfcv^. IS3-1{±. 2 0-0^1 5 0-C, 
<<49 0''C-1 3 O'CflTa. 
[0 1 88] Xg3-2 

mmm<P. Yk-^tl ( 1 2 c ) I- 1 . 1 • -^r^^fViH 

~jwj-t ^yv-jutR.m^itiztizx'o. ^ ( i - 

9 c ) tO'ft^ft (OT, ^t-^m ( 1 - 9 c ) 1 ) ?• 



"xxftr 



(1-lOc) 

Kmm>mmi:im-thz 1 1= i o , -fi:^» (i - 9 
[0189] xms- zvm^^tmmi^t ixa. m 

DMF. THE. :>'an*/Wi>,^ri:'*i^{f ^>it, 
!±, a^2 0X:~13 0'C. iI^U<l47 0'C~l 10 
[0 190] Ig3-3 

-ft;-^ (12c) ^■fY-ivt^m^ 
^hzb\,zii^. 3^ (1 -1 Oc ) <;^it-^^ (lilT. 11: 

( l-lOc) hV^d) 
e<)tcli. CT;t{i\ -ft^W (12c) t>J;t/;^;l.*ri;l,v 

[0191] iM3-3Tm\^h^mmt. lt«±. m 
ji^or-i oor. »iL<{4i ox;~3ox:t:-fif 

[0192] Wm.1^m 1 ~3t1#^ill.^l:-^!|^!l ( 1 c ) 
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[0193] ar^z. -it^m (id) comkirmwn o^^->^co r 



ts. fC^ft (Id) cr)M^i:^a(i, Tie^ii:^ffi(cll * ^YSt' 

[0 194] U-^^ 



Xa. ''''' 



xe4 NMea 



15^ 



SH (7d) 




(lid) 




[0195] (5^4", RUi^i[l-6i0r/P^/PS 
[0 196] Igl 

S)EB?§^4'. ^m<7)^1£T. 5^ ( 2 d ) (W 
-It-^ft ( 2 d ) i: ) 5r5t ( 3 d ) 0€-^!fSl (y. 
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•ft^ (3d ) t^^o ) t^m^-^hZtizX 0. 
^{4d) cr)it-^m (OT, it-^m{4d ) tV^^ ) §• 

d ) , mmhxt/^mis^co^n.-^m^z, it-^m ( 3 d ) 
[ 0 1 9 7 ] IS 1 tm^i-Kmrn^k ixii. mi 

i-h^J^l., m^ij^)^M.. ^^y^n^A. ^g?;!7;Pi/ 

'^'A, m^Am^ m^im:^ y 7ki!^i: 

5 0'C;P;M1 5 0'C, t<{i7 0°C7^S1 0 O'Cf 
[ 0 1 9 8 ] IS 2 

RJE^g^*. SScoi^^T. -fb-^*!!! ( 4 d ) 2ri>'^^;l/ 
^ ( 5 d ) Ofli^iHj (OT, ^t^iftJ ( 5 d ) ) ?• 

[0 19 9] xnix-m^hRmmiSkb lt{±, mt 

< i± N , N - T 5 F Xh TM2 xm 

v^i,^»i:LT{i. mm. mti-hu^M., mmiiv 

^y^.. ^S'jf-^A, mM^iii^^yj^. m^^mi-hv 

[2. 2. 2]:t;?^'y. 4, S-i^T-f'h'i^^u 
[ 5 . 4 . 0 ] yr ;<? - 7 -xy WW^>n. »t 
L<{il. 4-vT-rh-i^i?n [2. 2. 2]7r^:5'> 
T'Jbl.. lS2{i, m^- 1 0'C;!;S7 O'C, ff^ L< 

[0200] im3 

RIS?!^*, -fk-^*!!) ( 5 d ) ^miSiXRm^-^iZblz 
iO. 5t (6d) iDfb-^ (WT. it-^m (6d) fcv^ 

a) S:f#i.ct*i-c'^i.. Aftwtcti, mm. it^ 
imsii. ^?stt;!7'x (mm. r)vdvijx. m.m 

) #ffl^Ttff o:iti:>X'^h. 
[0 20 1]Xg3t'ffl^^l.RiB^fcLT{S. <?ij;t. 
H\ >''7x-;l^x-r;l^W*Li\ IS3{i, M^l 
0 0^CJ!)M3 0 0*C. »^L<<i2 0 0"CJ!7^2 7 0'C 

XVro. 

[0 2 0 2] IS4 

Kmmm. ig«c7)^T, -fk^ti ( e d ) ^rje^h*- 

^ ^ t ct D . 5t ( 7 d ) <7)'fb-^!r5!i CWT. -fb^ll!) ( 7 



fi:^% ( 6 d ) t JgafcRie?§i«io?i-^!|^!i$raii» • 

mW^-ri.. XUA\i. ^ygtt^'x (^;i(f. r/Prfy/f 
x# ) #HmTtc'ff ^ 1 1. I. , 
[0203] lS4t-ffli^^M§iSi: ttti, Mi. 
{±\ x:J'y-;i/. >f vr^hV^r;^rJ- 

;^, t e r t - y-/H|*>'*ff<bil, if 1 1 < 

{±\ ■f-Y^)'^M.}^V^iyY. ^h'J'^AXhJfi/K, t 

^M.AV^=y)^hh. iS4{4, a^o'c:;^sioo 

°C. jffi L < {4 5 0"CJ!j^ 8 O'CT-lf 3 c 
[0 2 04] IS5 

Sit«jK4' . h 'J ^M.^mm-^T. it-^^ ( 7 d ) 
^RJ£-$-* C 1 J; 0 . F y -^A^^^tl. C t 

ztti^x-^ h . niotitz 2 -^;p^r 
|gi^##cSr. Rei^^^*. mMcn^T. ^'ong^Kt 
SJE^-frl. c t J; 0 , 5^: ( 8 d ) (OT. -(b 

(8d) fcv^a) ^#i.^fc*<T#s, ^mt. m 

TziViomz. Ki&MzmM mm. ^K-f Fy'>A 

[0205] xmsx-m^^hi-h ^j^j^mimfzifxo 

RmmMbLxii. mm. x.9j~)v^ 

tmfi^fl. UtL<\±^9 y-ivxhh , iM5xm 

\<^hi-v')'^i^i^^'i%hfziibcr)m.mtLx{t. mm. 
^itrh')^j^ifint t<<^. T.wsx'm^hmb lt 

mm. ^mifiutu^. TM5X'm^i,mjtmt 
Lx\i. mm. Yu^ivyr^ 

xit. mm. y^if /-)vttzki^tit:.<r>m^ifi 

Lx\i. mm. ^i^^y^A^^^^ 

{f^.ix, Ut.L<\i.mMi'h')^2>.Xh^. Ig5(4. 

a^o-cjbsi 0 o-c. Iff* L<{4^?aB57 o-cx-ff 

•5 . 

[0 20 6] IS6 

iS6(i. mm. 'j^r-i-iv icy a-a:.-,^ 

i^SXhy— (The Journal of Organic Chemistry) 1 

0 , 3 8 1 (1 9 4 5) <ryyimz^ Vuo^ tt^X't 
I.. Bfl*>, Rje?^^*, S«cO#ST. -fb-^ft (8d) 
^%=t'fm{'Cth i t {Ccfc 0 , 5^ ( 9 d ) (r>\\.'^ (til 
T. {t-^ (9d) i;V^^) ^^h^ttn-th, 
[0207] lS6T-ffl^^l.|5:m?f^t LTti, 

if i L < {mmm:h « is 6 -c-ffli js« t lt 
(4, »K-^^y•>A, »i!y^':7Aap*w?> 

[0 208] IS7 
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^TV-^^^'fl'X (HETEROCVaES) , Vol. 4 3. N 

o . 1 (1 9 9 6) (T^l^mz^K -fL-^f*) ( 9 d ) 
( 1 0 d ) (r)it-^^ (WT, it-^m ( 1 0 d ) 1 ^ ) 
^KiXi^'ti^bizX^, 3^ ( 11 d ) m 
T. ^t^m (lid) ) irmiZt^^T^^. 

CO 2 09] xns 

Rmmm<^. ^mco^^r. ^t-^m ( 1 1 d ) fo 

0 . (1 - 1 d ) coit-^m (OT, -fC-^ (1-1 

(lid) <7)R&mucr,mmz, umt t vo^i^fir 
[0210] xi^8Tm^^iKmmm ixii. mi 



t e r t -7':5'y-/l/, fjs/y, 7K, ^nf>c73?g 

0°C, if* L<«48 0°C;P;S1 2 OrtltOo Sd. ft 
fjilit^b^ii^jS:;^? 7 A ^ n V h 7 --C'»i!3!aa-r 

[02 11] 
[^k4 3] 




(l-7d) 

[0212] (5^"t, Ri{±^^l-60T;W=if;l^S 

«'''{4M*lS:2-i liOTi^/i-'^TJiO. x^ax 

[0 2 13]Xg9 

^!tl!l ( 1 1 d ) ( 1 2 d ) <^it-^ (WT. -fb-^ft 



(i2d) t^^o) ttzii^<^^m&tKm^-thzt 

t J: 0 . 5*: ( 1 - 2 d ) <7)it-^m (JilT, -ft-^^ ( 1 - 
2d) ) ^niZtii^X'^h.- 

[0214] xn9Tm\'^iRm}^mb ira. mi 
«4', ^^/—Ji-. x.9J-)V^ ^ y7"oe;^ry^3- 
;^. t e r t -y-9y-)V^ f'J 7K#*iWib 
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mm "f-^miimfhti. nt i < ^imm-f- h y 

X'hh, XS9(i, jiS5 0"C:PjSl 5 0'C, SfiL< 
(iSCCJl;!:! 2 0'C-CiTd. 
[ 0 2 1 5 ] IS 1 0 

RiD?f«4'- taSco^ftT- (L-^ife ( 1 1 d ) ( 1 
3 d ) iO^l:-^ (JilT, -fb^tt ( 1 3 d ) t ) 
f5$€l.c: t (cJ: 0 , ^ ( 1 4 d ) co^t^iRj (OT. -fb 
^ ( 14d) tv^^) ?:ffl.::t**T'#S, 

i±, ^k^if^ (lid) U 

mimMt. S'?>t;-fL^ (13d) ^ffliDL. m^t 
x-m-r, xsi 014. -^-mmx mm. ^mifx 

[0 2 1 6] ISl 0-C-fflV^|,Kie?Mi:LX{i, 
{i\ r h 7 h h' D 7 7 > . vx^;px- f-;l^#*^*{f 
«f*t<J4rh7hHn77yT'J)l., ISI OT 

rs YtmtLw xsi oti, a^- 1 oorj^ss 
or, ntL<'.i-8 0'CT]^m^x"^o. €-&!t% ( i 

4d) ^t-cfcO, *l!l-»i!fl.^fc*i-C§l.. 
[ 0 2 1 7 ] Xe 1 1 

RiEJfMtf, -fH^tl ( 1 4 d ) Srt Ho^if >-;Ur S 
7t{4-e«*fiitJStR«$it-l>^ t lei 0,^(1-3 
d ) C0^t^% (WT, -ft^iH) (l-3d) m 
h^b-b^X^h. flf^WWi. Mttf, {b^Jf^D ( 1 4 

[ 0 2 1 8 ] xs 1 1 x-m^^i^mut Lxi±. mi. 

{f, x^-y-zp, vr^hv^r;^3- 

ti<i,ix.^y-/i-. eui^>T'^bi.. xsi iti. ii 
S5 0'C7^S1 5 0-C. »s t<(47or;^si 2or 

[ 0 2 1 9 ] Xg 1 2 

^mm^. fk-^ft ( 1 1 d ) ( 1 5 d ) coft-^ti 

(J31T, it^m {15d) t\^d) ttzii.^(7)mk^ti 
RJE^-yrl-CttCctO, ^ ( l-4d) <^it-^m (W 
T, -(k^tl ( l-4d) ti^o ) ^niZti]^X-^^. 

mmui, mm. it-^vn did) ^^mmum 

[ 0 2 2 0 ] xg 1 2xm^^Rmmnt tx{4, mi 
{f. ^:?y-;k x^y-;i/. y7•oe;^r;^3- 
;^. t e r t-r^J'y-yl/, t'Ji^'y. -fyroe/PT 

yrohVPT/l-rJ-zl'T J)^. Xgl 2-C'ffl('^l. 
■fb-^ ( 1 5 d ) fc LXii. mm. r-t h h V 

^s.i!})w<=jmtimf^tii. xgi 2{4, 
sorjbsi 5or, if4L<{47orj^si 2 0'c-(:- 



h;l.xyx;l/*yi!l|co«!«!ESr«ffl-ri, fc J; 
[ 0 2 2 n XS 1 3 

ft-^tJ ( 1 - 1 d ) ^4S*PiSi:Rj6$-li: 

i>ittij:o,5t(i-5d) (oit^ mr. -(t^ft 
( i-5d) ^ntztifiv^h, mmiiz 
mm. it-^m ( 1 - 1 d ) cDKimmcomm^z. 

[ 0 2 2 2 ] xe 1 3 x-m^^iKmnt lxu. mi 

!V. t e r t h°'J =Jymt^mihtl. if 
±L<\.i.\::')'JyX'hi>. XSl 3«i. aS0*C7^M7 

0-a L<{4M?aTitd. 

[ 0 2 2 3 ] XS 1 4 

w.m\m^. tis<7)ffftT. ( i -. i d ) j 

"tmk ;><f-;uxxf-/l^i:R|3S$-<i:i,ch(ciO. 

( 1 - 6 d ) co-fk-^ (OT. -fk^ (,l-6d) tv^ 
0) I. . ft«s6^(C{4, mm. -fk-^tt 

( 1 - 1 d ) c7)Rj6j§^coj§?gt, ^m^mML. 

XS14{4, ^m^/fX mm. T)V^yijX 

[0 2 24] xgi 4X'm^^hKf^mmtLxii. mi 
T-th~hoj\^. T-thymtf^mf^ti. mi 

<{4N. N-i>.X-?-7l':^;UATS H-C-^bl.„ Xgl4-C- 

■Th'j^M,. mm ^^j^miimf^ti , » * l < {4* 

^'(ti>-h'J'7A, PK:^^'J'^A^bl,. X§14{4, M 

^ 0 'C;^2 1 0 0 °C . » t L < {4^igBS 5 0 'Ct'ff 
do r8o*^\ iK«ISc3~9c7)T;i-3df>-^/W'-}t-;pr;i- 
^;Pt-J)l.^^{;(4, Xiexgi 4cr):^at;fi!o-ci?)t 
•t^ZtifiX'^l. 
[0225] XSl 5 

R|i5?§i^4'. ^S<7):!?ttT, -fb-^ft ( 1 - 6 d ) ^R^e 

mit^t:. ^m{zx^/}i\^^^ymt-miz^tm. c 

yt^.'yAt^m^-ti'Ztizxy) . ^ ( 1 -7d) 
it^m (iiiT. it^^ (i-7d) b^^o) imzt 
*/^x'th. mmui. mm. ^jur^ymit-^^R 
mmmommiz. m^m. ammaxi^i^itry^- 

[ 0 2 2 6 3 IS 1 5 T'fflv^4SigJg<k-^^#|,y'^a6 
(^KmimttXii. mm. x^y- 

IV. mtmihix. mL<\i>^9 y-iv7mmh 
iM\ '5X'm^hmwm.-k^^%hfz^(r>mkb 
Lx\t. mm. :m.\tfv')^h.. im^')'i~^m 
tmihfi. mi<\im.'k.-fV')^i^x'hh. jss 
\t-^m.<nimxmvcfh<^i)mt.i^^, xsi 5co^ 
^w.uzm\^hwMmn.tix\t.mm. n. n->>' 
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-3- (3-v^f-/Ur5yroh-;t-) Tt^/l/.-Ki/M 
i^^>'V'hijTy-/l'— *^n!t^!i*^-$f^ LV\ Igl 5 

C 0 2 2 7 1 1 6 

5r. |B|^fEj§^i4'Til:-^ (lid) tRje$-lt-&.lfc 
0 . sSi ( 1 -8d ) (Tiit'^ (OT, -fb-^iB) ( 1 - 
8d) t(,^3) ^t#^^i;A-'-C-^l>, mi 
, RlC^SiEtc , ^ A t X ( h y V- 'J yt- ) 

Mm^. ^atc€-^ (lid) ttzmmm^ 

MwL. nwk ■ um^. ami ^?stt;<?x (fiaj 
[0 2 28] xmi ex-m^^^K^i^tLxii. mt 

ii. aS4 0"c;r!;^i oo'c, iTtt<i±eo'cjb^9 

o'cxno. 

[ 0 2 2 9 1 Ig 1 7 

TOS^K*, jga^o^itT. ^t^m ( 1 - 8 d ) ^Kjib 

^ ( 1 - 9 d ) <7)jt-^ ( tlT. -ft^ ( 1 - 9 d ) i: 
[ 0 2 3 0 ] 1 7<^;»;U.Kylt'fb-&!t«!l^tll./^<^iO 

'jit^-*ryiiiv^i^ff>m.-^mmx'hh, tmi ktojiv 
.■Kyig€^^#S7tA6<D}sat LT{±, mm. tks? 

^hcnt,mt.\.^^. xgi 7tfo^Rje{cffli^-i.Riwf 

^T*tv^, xgi 7-cfflv^i,igtt'fi:siJt LT{4, mt 

{4\ N - h F D:Jf i^'O'V h 'J TV'^-;l— 7KW!i%*W 
tLir\ Xgl 7Tffl<r^^ffi^S"Ji:LT{4. 1 
-xf-;U-3- ( 3^i^';<f-;Pr5/rnhVl') ;>^/l'.tC 
5 Ytm^ LV\ Xgl 7{4. ji^O'CJ^Ml 0 0 
•C, «^*L<(4Mia;!jS8 0rt'ff^, 

[023 1] iimm^x^iofthisi^-mmi^-^m 



t-X%h, 

[0232] t.fz. (la) fciUf ( r ) co-ft 

sS; ( 1 a ) fcilX ( 1 ' ) c^^t^Wi. JS«ttcO»?r* 

& u%. ^^-^mmmmtimxhtmmzmmi^j: 
\K *»*>i.s?fc LT{4, mm. mm. ^jym. iBis^i:' 

comm^. iysL^m. y?>m. -riy-iym. ^'xy 

ig. :^i^yx)i-!nym. p-hJl::^yxjit^y 

[0233] ttl. ±si^ (la) fcilX { 1 ' ) c?)fl: 

Aig^fc-) , r7W;*u±»^sm mm. */i->">a 

f ) =5: ^ Jg^-r I. ^ *it- S l> , 
[0234] *5%HHcO^ (la) Mi ( 1 ' ) cO-ft-^ 

)t!t?!i{4, m\. im. m\. mm\. m\. 'mm. ^ 
m\. mm. fir^^ivm. hn-^^i xrv-yw^j, 

mx-mn t tzn^mnik^^^ z t t/^x^ h , ^mwm 
miiuw'j^'mmmf^z x n xmm-h z t t^x^ h . ^ 
mmm.(r)mmzmi-fhmm)iLxmh'm<r)io<r> 
■^m^^fi\fi.<. mm. wm\ mm. fyry. 

f) , m\m. ^yry. r^frr/'A, 

X. ^^^ivu-x^j:^) . mm mm. ^rru 

yilv^^;tv->'>A. :?;U^^t') . Wm mm. ii 
[0235] ±ieC (la) ttz\i ( 1 • ) <r)^-^m 

tt, ^<^^(^mm^zx-oxwj:hti'^. mm. ^xizm 
nn^thm^. i[3»i~i 0 oomg/kgf!|cag 

[0236] *5|Bflc^±ie5^ (la) fcj;?>' ( 1 ' ) c7) 

izMtmtLfzH I V|l«^Jt L-CWfflt'J)!.. 
[0237] 

■ri.*^ ^mitziihmmmizmm$tii> hcoxu^j: 
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2, 3. 4-Tb5hKn-5H- 
[ 1 ] 'syy'f-x./ [ 3 . 2 - e ] - 1 . 
y- 5 -?!->' 

a) 2- (4, 5-vt Ko-lH--f SrV'-;W-2 

2-7'n^:-5-;< h^v'<.yXr;Urt F (180 
g ) <DX^Uyy>J 0-)V^J)t~^)l'X.-y-)V (720 
m 1 ) ?M(3X^Uyi>TS y ( 1 1 5 m 1 ) ^-gC 
Jpjt/;:. RJ£?$?«^1 2 0'CT-2B#rBljStfL7tf*, 
(26. 6g) ^jDi.^^. #<.^?M-^!t?!lS: 1 1 01CC-C2 
4l^ia}«ff Ucf*, *?^T-C2l*ISl}i«iU^, mhixtz 
mW^xmiX, Stiex^yU ( l S Om l ) , 7j< ( i s 

om 1 ) Tdmt. nmtpm^ii^h^zwr&Lfz. ^ 
mk. mm\t-^ ( 1 3 s g ) iimtz. 'i^hixtzmjm 

[02 38] b) ;^f-/W 3 - ( ( 2 -T 5 yx-^;l^) 
) - 5-P< h^i^-'<.yV [b] ^:t7xy-2 

mmmicDa) Tn(>tlfz2- (4, S-^-'bFD-l 
H-^ 5:?'y"-/l,'-2-^yW) -4-;>< )-^£x^y-ti'y 
f-^-zU ( 1 37g) t2-Tn/NV-;l^ (68 5m 

1 ) <7)m^^z. -/a^trnm^^fv- ( 6 3m 1 > $-ja 

K}JbM^mmi&u^mi. m^/j u ( 4 5 . 

5g) ^»9)'?< Oi:JDx/i« iM-a-ftS:9 0'CT-2B#rBlit 

flxt. 2-ru/</-ii (14 0ml) xni^^k. 

L ( 5 5r, 1 0 h r ) . MH-ft^ttOfflM^ ( 2 4 

[0239] c) 9-^h^i^-l, 2. 3, 4-rh 
7t Fn-5H- [ 1 ] KyYi-x.y [3. 2-e] - 
1 , 4-S/T-fe'fy-5-^y 
^JfeCT 1 cob ) Tft^jfLfc^ 3 - ( ( 2 -T 5 y 
x^;l.) TSy ) -5->< h^>'-'<.yy" [b] 

X y- 2 -Tiz/M^^jf vu- F commwm ( 2 4 s g ) t 

( 1 OOOm 1 ) </)U-^mz. i-hO'yM,:^ 

F#vF (65g) ^mi. 7 ox:^zx 2^m.nL 

fz. KmmimiLfz\k. m^m^ ( 6 om 1 ) 

tz . jdcJ^TT'^ I.Z 1 ^^im-Mk. ©ftii L/cSWs^ 
mLLtz. nhtitzmi^^:^. ^^y-;K IHSx^^w 

t^-^r^fy^01 : Ig^LTMS^L-^ 
ft (9 5. 3g) iW^. 

[0 24 0] d) 9-^F^i^-l- (2-^(^/1^-2 
-ro'^ii;!/) - 1 , 2, 3, 4-xF7tFo-5H 

- [ 1 ] '^yy'f-xy [ 3 . 2 - e ] - 1 . 4 - vT-if 
t"y- 5-^fy 



r)Vdym.WF. m^mi(r>c) X'nhixfz9-><vi^ 

v-l, 2, 3, 4-rF7t Fn-5H- [ 1 ] '<y 
yf-X/[3, 2-e]-l, 4->='T-tb-y-5-^ 
y ( 6 5 0 m g ) cr>iyyi.^)Vit^iVL.r S F ( 1 0 m 1 ) 
mm^'i^L. t e X' t-y-1-}Vi^A^-)V^yauiyyy 
( 4 3 4 m g ) , 5'jmmnLtz. 7l<*■^t-^ F 'J 

^i. ( 2 3 Omg ) 2rjD;ts SSlCt 1 O^^SJ^Jf L 
3-7'nt-2-.Xf-;U-7*D'<.y ( 0. 34m 

1 ) ^-jDx., ^ h^z2m^m^Lfz. mium^mi-v 

'}^2.AcMWi^Ut, i^iJx^/i-T-ttttlt^o. 

Ltzik. fti^x^/US-fflv^TS^faSr^f^V MS^t-^ 
(4 0 0mg, 50%) iWz(m^m) . 
[024 1 ] ^Sfe«^Jl -2 9-XF^>-4-^f-/U 
-l-rntVP-l, 2. 3. 4— rF7bFa-5H 
- [ 1 ] <yyf-xy [ 3 , 2 - e ] - 1 , 4 - vT-fe' 

h°y-5-:ty 

a) 9-;>< F^>- 1 -7°ntVU- 1 . 2, 3. 4--r 
F7h Fn-5H- [ 1 ] '^^yy^x/ [3. 2-e] 

-1, 4 -v^T-trtry- 5-^y 

T)v d- y a^T , mmm ic:>c) ii/^ 9 - f ^e- 

2, 3, 4--fF7t Fn-5H- [ 1 ] <y 
y^xy[3, 2-e]-l, 4->''T-<fty-5-jJ- 

y(l. 5 g ) C7)f-F7h Fa7 ^y ( 1 5 m 1 ) 
imvl. 7>;L''Jf-'>A (8. 6 8m 1 ) ?:Jai.. 1 
5 :^'-fajtff Li^C . t e r t - y f-Jl-i^jA ^/l^ ^ D D > 7 

y ( 1 . 0 g ) ^Jnx., m^izx 1 5^iajiff t/if*, 

n-7'nb/F7'o-7^ F (2. 7 4ml) i:tal, 

3 mmmn uz. ^mimymi- f y ^2.Aimm^M 
.yya^D-7F^77^--c«»L. ms^t^ifij ( 1 . 

Og. 5 7%) ^%fz. 

[024 2] b) 9-tFP^i^-l-rnhVU-l, 
2. 3. 4-TF7t FP-5H- [ 1 ] '^yy-t-xy 
[3. 2-e]-l. 4->''r-^"by-5-:ty 
r)V-dym.mT. »MI5iil-2tfOa) T1#^5ii/.:9-^ 
F=¥j^-l-7'nbr;i^-l. 2. 3, 4-rF'5tFD 
-5H - [Ij^yy^xy [3. 2-e]-l. 4- 

i/r^ft•y-5-:5^-y ( 5. i 6 4 g ) tJMlL^f-i-y 

(26ml) cO?g-^!t??^*<^TT'}if+ 1 , 1 M- B B r 
3/Jg-ft;.X^l.-y?§^ ( 3 4m 1 ) $rSDi.. 0. 5^ 

F ij -^AyKJg?! (34ml) $rSn 

m.mzx2mmM.nLfz, ^^^y ( 3 om d s- 

y/^ii^y (1:4) ^^-tyTa?^L/'^. 
^S^b-^f^ (4. 716g, 96%) S-Hfeil 



(34 1) )03-l 19137 (P2003-11JL8 

[0243] c) 9-xhdri^-l -roh"/!^- 1 , 
2. 3 . 4--rl- Fn- 5H- [ 1 ] 'Oy^xy 

[3. 2-e] - 1 . 4-=Jr'{£\:;y-5-^y 
nnmi-2(r)b) Tl#A>il/'c9-hHa^v-l-r 
of /l--- 1 . 2. 3. 4-xF7t Ha-5H- [ 1 ] 
Kyv'^xy [3. 2-e] -1. 4 - i^T-tfey- 5 
-jj-y ( 1 OOmg) <7)i/^f-;l^*;l-Ar5 F ( 1 . 5 
m 1 ) mmiZ. m^i}'}^J^ (3 00mg) *jJ:tX3'> 
^bx^/U (1 4 5 1 ) S:Sn;t, SSt^T 1 SB^^tlff 
L^c. /^aiT. 7K&Jni., ^ftOifKx-7-;u-cttajL, 

*<ie^7)<. L/C. lEMf^, mmmLx 

PKx^;UTS*Sb^b1-|. C t J: 9 , ^Sit^l^!! ( 4 1 
mg) Srfffc. 

[0244] d) 9-xh^i^-4-;<f-/l'- 1 -rn 

tVIx- 1 , 2, 3 , 4-f-F7t Hn- 5H- [ 1 ] ^ 
yy-f-xy [3, 2-e] -1, 4 - >-'rHfh"y- 5 - 



No. 








-X- 


1 


-OMe 


-CnaC(ife)»CQi 


-H 


-s- 


1-2 


-OS1: 


-n-Pr 


-Me 


II 


1-3 


-OMe 


-COMe 


-H 


-s- 


1-4 


// 


-CHaCH^CHj 


// 


// 


1-5 


// 


-CHaCOjBt 


fl 


It 


1-6 


// 


-CHaPh 


fl 


II 


1-7 


// 


-CHaPh-p-OMe 


II 


If 


1-8 


// 


-CHzPh-p-Me 


II 


ff 


1-9 


// 


-CH,Ph-p-Cl 


It 


tl 


1-10 


// 


-CHaPtl-iS-OHe 


ft 


tf 


1-11 


// 


-CBaC(Cl)"Cqi 


II 


It 


1-12 


// 


-CBaCHnCMeb 


II 


II 


1-13 


// 


-CHaPh-O-Cl 


If 


II 


1-14 


// 


-CHsPh-m-Ke 


If 


II 


1-15 


II 


-CRaPh-p-H02 


If 


II 


1-16 


II 


-CHaPh^a-Cl 


It 


II 


1-17 


II 


-CHaPh-a-HOz 


It 


II 


1-IB 


II 


-CHaPh-o-Me 


II 


II 


1-19 


ff 


-CHzPh-o-OMe 


II 


II 


1-20 


-OBt 


-CHaPh 


ff 


ff 


1-21 


-OCH2CH=CH2 




If 


II 


1-22 


II 


-n-Pr 


II 


fl 


1-23 


II 


-n-Bu 


II 


II 


1-24 


-o-n-Pr 


-CH2C(Me)=CHi 


ft 


II 


1-25 


It 


-CH2CH=CB2 


II 


II 


1-26 


-OEt 


ff 


II 


It 


1-27 


// 


-CH3C(Ke)=<:% 


II 


It 


1-28 


-OMe 


II 


-Me 


tl 


1-29 


-OH 


II 


-H 


tl 


1-30 


II 


II 


-Me 


It 


1-31 


..OEt 


II 


II 


II 


1-32 


II 


^CR2CB™CH€^ 


-H 


II 


1-33 


II 


-CH]C=CH 


II 


II 



T)Vd!ym.m'. mmm i - 2 co c ) x'\%hi\tz 9 -x 

F^>-- 1 -Tof/l/- 1 . 2, 3, 4-f-F^tKn 
- 5 H- [ 1 ] <yy>xy [3. 2-e] -1, 4- 
v-r-t'fy- 5-;ty(101mg) cr)i^j( ^lUt^jUM, 

r S h' (1 . 5ml) ?$?f?&7R}^TTltt¥L, 60%- 

^miti-hvyi^ ( 20mg) ii^r/3^itj(^ii- ( 3 

^fctCcto, mm^t^m (54mg) mtz («i# 

[024 5] ±.Bmmm iiiXx/i-2 <7y^-mzm t 
X . Tim 1 - 3 izBm(^mi^m i - 3 ~ i - ? 9 so-ft 
{RHiTkm^^x-hh) irmmu^, 

[0246] 

[^1] 



[0247] 



(ii2) )03-l 19137 (P2003-1 IJLS 



Ho. 




-A* 


-A' 


-X- 


1-34 


-OMe 


-CHaCH=CHa 


-He 


-s- 


1-35 


// 




// 


ft 


1-36 


// 




// 


tt 


1-37 


-OBt. 


—V 1*2 V «»— \»lnHBJ 


// 




1-38 


// 








1—39 


—OMe 






tt 


1-40 


-OBt 


-CHaC=C-Me 


-H 


ft 


1-41 


// 


-CHaC=C-Bt 


// 


it 


1-42 


// 


-CH|Ph-p-CH 


ft 


tt 


1-43 


-OBt 




it 


tt 


1-44 


// 




// 




1-45 


// 




ff 


ff 


1-46 


// 




tt 


tt 


1-47 


-OMe 




ft 


ff 


1-48 


-OBt 




ft 


ft 


1-49 


-OS < =0 ) a-Ph-p-Me 


-iSO-Bu 


ti 


tt 


1-50 


-0S(BO)3-He 


// 


tt 


tt 


1-51 


-0(CQi)2-inie2 


// 


ft 


ff 


1-52 


-O— COHMCb 


// 


tt 


ff 


1-53 


-OS<s=0)a-Ph-p-Cl 


// 


tt 


ft 


1-54 




// 


tt 


if 


1-55 




// 


tt 


tt 


1-56 


-OMe 


-CHaPh-p-CN 


-Me 


it 


1-57 


-0(CH2)2-OEt 




-H 


if 


1-58 




// 


tt 


ft 



[02481 



[*3] 



ins) ) 0 3 - 1 1 9 1 3 7 ( P 2 0 0 3 - 1 1 JL8 



Ho. 


— R. 


—A 


-A 


-X- 


1-59 






-H 


-s- 


1-60 




// 


// 


// 


1—61 


^ V/ 




// 


it 


1-62 


-OKe 


-CH2C(Me)=GH 
1 


-Bt 


tt 


1-63 


// 


ft 




tt 


1-64 


-OCHzCOaHe 


-i90-Bu 


-H 


tt 


1-65 


-OEt 


-C^COHQi 


// 


ft 


1-66 


-OCHiCN 


-iSO-BU 


// 


tt 


1-67 


-OC^aOMe 


fi 


// 


tt 


1—68 


t 


ti 


// 


tt 


i — 0!r 


— O— Jl— 


-CHiC(Me)»CH 
a 


-CH3C(Me)«Cf^ 


tt 


1-70 


// 


n 


-He 


it 


1-71 


// 


a 


-Bt 


tt 


1-72 


— O— n— pjt 


-CH2C(Me)«^H 

2 






1-73 


-QMe 


// 


-CHaPh 


it 


1-74 


-OC{=S)NMQ, 


-ISO-BU 


-H 


tt 


1-75 


-SC(»0)HMQ| 


// 


if 


tt 


1-76 


-QMe 


-CIJjCHCH 


If 


If 


1-77 


// 




-COMe 


ft 


1-78 


// 


/y 


-H 


If 


1-79 


// 


-CH2CO2R 


it 


If 



[0 24 9] ||ifei5IJ2 1 -( 2-^^/1/- 2 -ro/< 
-/l^) -9--hD-l, 2. 3. 4-rh7hFo- 
5H- [llA^yy'f-X/ [3. 2-e] -1, A-'J 

a) 2- (4, 5->>h Ka- 1 H-'f $:/r-;U-2 

2-^np-5--ho<yXr;I^Th ( 1 00. 0 
g ) (Tyx-fw^^) n-yi^^:y^f-/ux-T;l^ (1.0 

L) mmz.^'t\yy'JT^y (somi ) ■^-m.zMx. 

g) i:taifz, ^-^^M^i l l 0"CtcT 2 OBtlSJitf 
rMLX. Pi!x^;K 200ml ) , *(200m 

1 ) -cm^Lfz. ^mk. m.mi^ (82. 7 3 g ) 

fz. n^tltzmmz'J^i-)\^X)l'if^^>'V (85 Om 

1 ) 1 3 o'ctiT 1 ^mrnr^. mm-iB^ 
mmifz, r-mmi:rmL. s/^^;pxyu*=if5/H ci 
0 Om 1 ) Tmuz, r?a^7k?^T»#L, tk ( 4 0 
Om 1 ) comrm. ^h^zim^tmuz, m^^ixtzf^ 
asrriRt. * ( 2 0 0 m 1 ) x-m^Lfz. ^mm. m 
mit^m(e9. 20s, 5s?i)^nfz. 

[02 50] b) 3 - ( ( 2 -7 5 yxf-zP) 

rsy) - 5-::iha-<yr [b] f-^1-7xy-2- 

mmm2C7)e.) X'nWz2- (4, 5->^tKn-l 
H-^ $^'y'-;P-2--<;L') -4--Nn<y-lry^ 



(24. 3 g ) i: ^ ( 3 4 0 m 1 ) coil 

^!f5!ItC. 7"n^i^ig;<^;P (10. 5ml) iMi. 1 

'J-^A (7. 6 0g) i:^:5'y-;P ( 1 00m 1 ) $:t9> 

oK^tmifz, i%-^'^i2mmmmm.uzm. 
Tx im^mnuz. vfairzmw^^mi. ^i^y- 

;K 7 0 m 1 ) XW^m. I^^L ( 5 5°C. 1 0 h 

r ) . wMit-^mcommwM 02. 5 g > ^m, n 

mLfz. 

[0 25 1 ] c) 9-::.ho-l , 2. 3, 4-Thy 
hKo-SH- [1] A^yy^xy [3. 2-e]- 

1. 4->''T-tffy-5-^y 
llifei5lJ2c7)b ) T1#^>iXity f-;U 3 - ( ( 2 -Ti / 
X^;l.) 75/) -5--ho-^>'y' [b] f-:t7x 

y- 2 S/ix- hcofflttMii (32. 5 g ) t 

y:py-;i (800ml) cr>M^mz, ■fh'J'^Ay h 
^i^H (8. 83 g) SrjDi, 8 OrtCt 3B$SS8i[ffi 

nuz, ^mm^yKi^uzm. ( i om i ) ^ 
?STUc. yic}%TX'^(>izmmmitzm. minuz 

ll#:2rrWL/w, ff'^iiT^.:!!*^-*, y^y-;UTiit?f 
f*, mUlXS6^ttmitt^4 (24. 3g, 8 5 
%) 

[02 52] d) 1- (2-p<f-;U-2-7-a'<x/k) 
-9--hn-l, 2, 3, 4-rh7t h'Q-5H' 
[ 1 ] OV>xy [ 3 . 2 - e ] - 1 , 4 - v'THff 



(?4 4))03-1 191 37 (P2003-1 1JL8 



m^m i<r)d) t nmz lx , mtm 2 so c ) ti# hti 

tz9-~hu-l . 2. 3. 4-rh7bFn-5H- 
[ 1 ] 'syytxy [ 3 , 2 - e ] - 1 . 4 -i^'r-tf f 
y- 5 - j|->' ( 3 . 0 g ) J; 0 . (2.14 
g, 5 9%) Srtt^c («4#BS) « 



No. 






-A' 


-X- 


2 


-HO2 


-CH2C(Ne)^% 


-H 


-s- 


2-2 


-NHS 


-CH2C(Me)=C% 


-H 


-s- 


2-3 


-NHCOMe 


// 


// 


ti 


2-4 


-NHS(«0)2He 


// 


// 


// 


2-5 


-NHCOBt 


// 


// 


// 


2-6 


-NO2 


ft 


-Me 


a 


2-7 






-H 


// 


2-8 




-CH2CH»CI|2 


// 


// 


2-9 


// 


// 


-CH^GH^Clb 


ti 


2-10 


// 


-CHaPh-O-OMe 


-H 


// 


2-11 


// 


-CHaPh-iO-NOs 


// 


// 


2-12 


// 


-CHaPh 


// 


// 


2-13 


// 


-CIbPh-18-Cl 


// 


fi 


2-14 






tf 


// 


A — i.3 


-one 


— isf V— 0 U 


// 


// 


2-16 




-CHaC(Me)=CI^ 


// 


// 


2-17 




Si 


// 


// 


2-18 




ft 


ft 


ti 


2-19 


-NHCOaEt 


ft 


f/ 


// 


2-20 


-NHCONHCIfcCH=CH 

2 


tf 


// 


// 


2-21 


-SMe 


-iso-Bu 


-Me 


ft 


2-22 




-CH2C<Me)«Cft 


-CH2Ph 


// 


2-23 


-SNe 


-iso-Bu 


// 


// 


2-24 


-NO2 


-Bt 


-Me 


// 


2-25 


// 




-Bt 


tt 



[0253] ±lfill*Sfi?iJ2£7):^ffitcJil;-c , Tiea4~ 

6 tiaii;7)^SfeM 2-2-2-69 £7)-fb^ ( ti* 

[0254] 
[«4] 



[02 55] 



[^5] 



(^4 5) 



) 0 3 - 1 1 9 1 3-7 ( P 2 0 0 3 - 1 1JL8 



NO. 


-R 


—A 


.2 
-A 


-X- 


2-26 


-NO2 


-CB2C=CH 


-H 


-S- 


2-27 


0 






11 


2-28 


— N02 








2-29 


— H 


~CHoC / Me ^ ssPBi 





ff 


2-30 


— F 






II 


2-31 


// 


— 0,2^ n 






^— <9« 




— VClJJtrEl 




II 


A— J J 


_^f^ # — ^ % >TMf> 

— ai\» 1 1 n At^ 


— il— BU 




II 


*— J* 


— 8Me 






II 


2-35 


— NOj 


— CE2Ph 


—.Ma 
— WIS 




46 — 




ff 


— v»*jJrii 


If 


2—37 




—v. 02 V» il ~^^Xq 


— nts 




2—38 


// 


ff 






*— 


f/ 




—n 




2—40 


— SMe 


— CH2PI1 


ff 




2—41 


/f 


— v»n2« li^w— vrats 


ff 




^— 




V* n2ir Q — ui- w ^2 




II 


Z— ^ .3 




— V- n.2 Ir n— 0 — 4: 




II 


«— 44 


// 


— \*Il2lrIl^M— J? 




II 


^— 








II 


z— 




— v» n2V^D— v-tij 


ff 


II 


«— ^ / 


// 


— ^ n2\'n— \»nic^ 


ff 




2— 48 




— ^Jl2lr 11— X. 






2-49 


-NO2 


-CH2CH=<:ifc 




ff 


2-50 


y/ 


tt 


-CH2OC ( =0 )- tart-Bu 


II 


2-51 


-CI 


-CH2C<Ne)=CQi 


-H 


II 


2-52 


// 


-CH2Pti 


II 


II 


2-53 


// 




II 


II 


2-54 


// 


-CB2Ph-a-F 


II 


II 


2-55 


-SEt 


-CH2C<Me)=CQt 


II 


If 


2-56 


// 


-CH2CH=C% 


II 


II 



[0256] 



mm 

NO* 






-A* 


-X- 


2-57 


-SEt 


-CHzPh 


-H 


-s- 


2-58 


II 


-CK2Ph-lB-Cl 


II 


II 


2-59 


II 


-Ji-Bu 


II 


II 


2-60 


II 


-n-Pr 


II 


II 


2-61 


-SMe 


-CH2Ph-jn-Cl 


II 


II 


2-62 


-CI 


II 


II 


II 


2-63 


II 


-CEzPh-in-OMe 


II 


II 


2-64 


11 


-CB2CH"CM€b 


II 


II 


2-65 


-est 


-(CB2)30H 


II 


II 


2-66 


-p 


-CHaCH^CH^ 


II 


11 


2-67 


II 


-CH2C=CH 


II 


II 


2-68 


-SMe 


-CHaCH^CHz 


-CH2CN 


II 


2-69 


// 


// 


-CHaCOaMe 


If 



[0257]||i|gefiJ3 9- (;<f-;^T5>'x;^;^:- 
;^) -l-^^/ff-)V-l, 2.3, 4-rh7fch'o 
- 5 H - [ 1 ] A^yy-f-xy [3. 2-e]-l, 4- 

a) 9- (^nox;l'*-;U) - 1 VT^f-zU- 1 , 
2. 3. 4-T-h7tHn-5H- [ 1 ] ^^Ly^f-xy 
[3. 2-e]-l, 4->''THffy-5-Ji-y 

Tivdymm. mmm i - 2 o a ) t m.\,z ixn^^ 



ixfzl-^Vy'^)\^-l . 2. 3, 4-f-h7tHn- 
5H- [ll'^yrf-xy [3. 2-e] -1, 4-'J 
T-t:"h°>-- 5-5fy ( 7. 1 34 g) <7)^'nD7^;ki. 
(10 7ml) mm^^'i^L. 5)i(7)i/y^;k*;L'Ar 
$h'fcJSik^:t-/K 5. 6 9ml)$rSD;c, 5:5j-[SjI 
Wtfc. -^^onX/Uit^ymia. 64ml) 5:10^ 



in 6) )03-l 19137 (P2003-1 1JL8 



ytVviyyy {3. 4 m 1 ) ?§jgtc4 0%^^;l^r 5 

yy^mm ( i . om i ) ^mt. m&izx i mmimt 

fz. Kmrnrnzyii ( 1 Orn 1 ) , MgXf-7Wio it/'sdf 

ffllr^-CS^SB^B^rffV^, mm^t^ ( 1 0 3 m g . 4 7 
%) intZ («7#BB) . 

[0259] ^immmscotrnzmtx. Tumiiz 
sSM(7)mmm 3-2-3-13 <Dit-^ ( it^mw.^ 

[02601 



NO, 






-A' 


-X- 


3 


-S(=0)2-NHMe 


-iso-Bu 


-H 


-s- 


3-2 


-S(=0)2-NH(Cq2)20H 




-H 


-s- 


3-3 




// 


// 


Sf 


3-4 


-S(=0)2-MH2 


// 


// 


// 


3-5 


-S{=0)2-NMe2 


// 


if 


// 


3-6 


-S(=0)a-Me 


// 


// 


// 


3-7 


-S(<=0)a-Et 


// 


// 


// 


3-8 


"-S(=O)2-0Et 


// 


// 


fi 


3-9 


-S(5=0)2-CHiCH=C^i 


// 


// 


ti 


3-10 


-S(==0)2-Me 


a 


-Me 


// 


3-11 


-S(»0)a-CH2Ph 


// 


-H 


// 


3-12 


-S(»0)2-Me 


// 


-CHaCB=CH2 


// 


3-13 




// 


-H 


fi 



[ 0 2 6 1 ] ||]!i6(?ij4 1 - ( 2->^;L'-2-rD'< 
-9--hn-l, 2, 3, 4-Th^tKo- 
5H- [1 ]'<.>-y'77/ [3, 2-e] -1, 4-j^' 

a)^^;^ 3- ( ( 2- ( t e r t-7>Jfi^;:?;l^;n' 

[b] 7 5>--2-;!?;P.-n-df i/l^-h 
r/l-rj'yM^T, 2 - ( t e r t -7' h^S^;^?;!^--^-;!^ 

rsy ) x^/ursy ( 37. 6g) co;'<^y-;K3 

7 4m 1 ) ?«SSrO'C(C?^aJt. 2-tKndfi'-5- 

- hnOXT/PTb F ( 3 7 . 4 g ) ^Jn^fvlft, J§ 
?S5:Ma(c-r mrsMtfL/i. OTS?!^ h;wxy (2 
0 0ml) t-^;b-ti:TMffiig^^ffl\ ^fi^^l^&^ftW 

H (370ml ) «§f|?LT, ^il^ 0^ac?^aL, ^ 
m^0'yM.(9 2. 5g) t3j;l/^'nni^i?^^/K2 
5. 5ml ) ^JD;?.. rt;S2 7°C~3 7rT'3l^raJtff 
U^:, *:?^T. KJ£«?RC7K (400ml), ^^ir-*?-^ 
(10ml) ^j<J:t/ifigx^;l. (1ml) 2:SD^, ^ffl 

(cTo. 5f^mmwuz, vfmtfzmmrm. 
^^^yx-mttz, m^k. mf^tixmtLtzmm 
it^ft (75. 1 g ) mmth zt^j:< mmzm 

tfz, 

[0262Jb) 9--ho-l. 2. 3. 4-rK7 



y^^v-^AT-f^Mft- mEmmLxn-^mm^t ix 
mm^it-^mis. s i g. 91%) ^tffc« 

[0258] b) 9- (;'<^yl^T5yx;U7^-;W) -1 
--f yyf-/P- 1 , 2, 3. 4-7^h7h KO-5H- 
[ 1 ] KyY^X.y [ 3 . 2 - e ] - 1 , 4 ->>T-fe'f 

y-5-3i-y 

T;P=fySj«T, ^ifel?i|3c^a) T't#^>ilit9- (^n 
n;^;P;l:-/l/) - 1 y7'f•;^- 1 . 2, 3, 4-t 
h5tl^D-5H- [1] Ai-yv'^xy [3, 2-e] 
-1. 4-i^'T-t'hV-5-5r>' ( 22 4mg) <?)Trh 



h hn- 5 H-'^^yy' [b] 77^ [3, 2-e] - 
1 , 4-vr-b'h->'-5-;i->' 

r;P3>BJST. ^M4 to a ) -cif ^ 3 

- ( (2 - (tert-7>^>';>;l--i<'-;l/r5y) X 
f-;!--) TSy ) -5--ho-KyY [b] y^y-2 
-^ll-^^^i^U-h (75. 1 g ) Oi^'jf^-^f y ( 1 5 
0ml) mmz4 N -t^^v^jJ-Jf ^fy^?K (300m 

I ) iiuitzm. mmi:m&zx 3mmm^Lfz. rjs 

mmi h/Pxy (200ml) fc-&;b-iir-CMEjg^?:ff 

IV >f-;u3- ( (2-r5yx^;u) rsy) -5- 

- bn-/<yy' [b] yyy-2-Ai\^^^^i^l^-h(^ 

m^^ir^&m^zmrz. %(>tLfz^i-fi' s - ( (2- 

T$yx^;U) r$7 ) -5--hn-'<yy [b] 7 
yy-2-ii)V^^^lyV-V(r>Wim^^^ (5 

0 0ml ) llrtML, ^n$rO'C(^r#fflL, -M-'J-^A 
p<hdrj.^H-' (32g) SrjDi., rt?S2 7'C~3 7-Cr3 

mmm-Lfz, ymr. m.imm.\.z. * (4 oom 

1 ) , "^^^y (1 Om 1 ) fcit/WKx^/l- ( 1 m 

1 ) ^Mt. 1 2m^mmmLfz. <^mk. ^\^Lfz 

mw^wmL. fm:s^^i\^x-\-'if{zimLfz. 
tk. wmt-^mtz (3 1. 5 g ) . 

[02 63] c) 1- (2-^^;l^-2-7°D^:Z7l/) 
-9--hn-l, 2, 3. 4-rh7tFo-5H- 
[1] <yy777 [3, 2-e] -1, 4-xr-lrt 



(^17) )03-119137 (P2003-11 JI.8 



y-5-:t>- 

mmm4(Db) X''i%hrifz9--ha- 1 . 2. 3. 4 

-^hyhVa-5H- [i] Kyyyyy [3 . 2- 
e] - 1 . 4->--7-b'f y-5-;t>- ( 4 g ) J: D , H 

mm 1 cod ) mmzLx , msft^ii^j ( 2 . 1 2 g ) 



9tCi2i!iO*]|fe^j4 - 2-4-4 0(^it^ ( R2{i7K 

[0265] 
[^8 3 



(0266] 



Mo. 








-X- 


4 


-HO2 


-CH2C(Me)=Cft 


-H 


-0- 


4-<2 


-H 


-CH2C(Mfi)=C^ 


-H 




4-3 


— OBt 


// 


// 


ft 


4—4 


-one 


// 


// 


ft 


4-5 


-O-n-Pr 


// 


// 


ft 


4-6 


-0-ifio-Pr 


// 


// 


ft 


4—7 


-H 


-CHaPh 


// 


ft 


4—8 


// 


-CH2CH=CRj 


// 


ft 


4-9 


-OMe 


-CHjCH=CHPh 


// 


ft 


4-10 


// 


-CH2CH*=CEt 


// 


ft 


4-11 


ft 


-CH2C(Me)=CQ2 


-Me 


ft 


4-12 


-NO2 


-CH2CH=C^ 


-H 


ft 


4-13 


// 


// 


-CH2CHeC^i 


ft 


4-14 


// 


— v« 112'^ U— ill— H 


— H 




4-15 


—Br 


v«n2^ \ rH3 ^ — 






4-16 


// 


Ji.2 — v-Oj 






4-17 


— HO2 




- -f*nph 




4-18 


-SNe 


-CH2CH=CIt 




// 


4-19 


-Br 


-CHjPh 


// 


// 


4-20 


-NO2 


// 


// 


// 


4-21 


// 


-CH2Ph-jn-F 


H 


ft 


4-22 


tt 


-CHaPh-o-F 


ft 


ft 


4-23 


-CK 




tt 


tt 


4-24 


// 


-CHiPh 


// 


ft 


4-25 


-NO2 


-CH2Ph-in-OMe 


// 


// 


4-26 


-COMe 


-CHjPh 


tt 


tt 


4-27 




// 


tt 


tt 


4-28 


-sue 


// 


tt 


tt 


4-29 


-Br 


-CH2Ph-o-P 


tt 


tt 


4-30 


// 


-CH2Ph-iD-F 


tt 


ft 


4-31 


-CO2H 


-CH2CH«CH2 


tt 


tt 



[^9 3 



NO. 






-A^ 


-X- 


4-32 


•COaMe 




-H 


-0- 


4-33 


-CI 


-CH2PI1 


tt 


tt 


4-34 


-CONHMe 


-CH2CH=CB^ 


tt 


ft 


4-35 


-COETHE^ 


tt 


tt 


tt 


4-36 


-COMHPh 


tt 


tt 


tt 


4-37 


-OMe 


-CH2C(Me)=C% 


-CH2C(Me)^H2 


ft 


4-38 


ft 


-1»0-Bu 


-Me 


tt 


4-39 


tt 


tt 


-Et 


ft 


4-40 


ft 


ft 


-CHjCH^^CKz 


tt 



[0267] ^M0SJ5 9-;< h^v- 1 . 2. 3, 4 
-rb!7hKo-5H-^yTy [ 1 . 2-e] [1. 

4] 

a) 1 -3l-^y-6-;<hdfv-<y^^>'-2-;»>il/;Ky 



T h 7 1 F n 7 7 y ( 48ml ) \,zm-im\Y.-f h 'J "^-^ 
(4.28g) feJ:t/^®!>''^^;P (9.64g) ^Jdx. Kli&'S 
2:80'CtcJD2!iL/i4'k:. 6-^ h-=^x-f y^y- 1 -tT 

>- (6.94g) CON, N->>';<f-;W;};;PAr5 F (48nil)- 

?§?s^o.5Bti^*^(tTniTL-^c. mm^. Stem 



ins) )03-l 19137 (P2003-1 1JL8 



lajicicL/::^. ^mttrMi^txwm (6.43ml) 

Kmmi^'^t:, * (200inl) ^Mt. i^^x^;!. : 
^^-ty (2:1) ?I-^?g-C-tttilLJt, ^m^yiitiX 

4 -x-mm L . umt-^ a ) ( ?. 99? ) » 

b) 9->iV^>'-\, 2, 3. 4-f h9tHn-5 
H y-fy [1. 2-e] [1. 4] i/r-tf bf y- 5 

X^l^yixTSy (13.7ml) Odfi^l/y (ISOml) Jfffi 

\,zv-Vii'X.yx)Vt^ymi7VW% (TSOmg) &Jd;c. 10 
1 -^df y- 6 h^f x-f yry 

-2-:^)Vif^yWk^^)V (15.3«) S"ll«c<50t *JD;i 

^v-l^y (50ml) SrjflDt, ft?#M7KL^*''^>1.5B# 

f*, WMit-^ (15.3g) ^^f7t. 
1 H-NMR (300MHz, DMSO-de): 3.30-3.35 (3H, m), 3.40-3. 
46 (3H, m). 3.77 (3H.s), 6.89 (IH, dd. J = 8.3, 2. 
3 Hz), 7.14 (IH, br). 7.30-7.35 (3H, iii).MS (FAB+) 
m/z: 231.0 (M++H). 

[0 2 68] ||]ig^l5-2 \-KyV)V-9-}<V^ 
1, 2, 3, 4-xh7hHo-5H-^yTV 

[1. 2-e] [ 1, 4] i^'T-tfh-y-S-^y 
N-^yi^'/l.-x^l^yi^'TSy (8.34g) cO^v-U-y (50 
ml ) mm^Zp- h)V:iiyXlVt^ ym 1 7KW!|^ ( 122mg ) 
JP;t. lOO'CtCjDSftLTttflci -^^V-6-;>< h^i^ 
^yry-2-;<>;L'dfyK.Xf-;K2.45g) Srllftcot 
*i!lD;c/c, ^i/I^y (20inl) SrSni. ftj»IK7Kt^*^'4> 

5«fpajnsiiji#t.fc, Kmm^m.^tx-nmL. wtti 

LjtH* (4-^y>^';k-9-^ h^v-- 1 , 2, 3. 
4-rh7th'o-5H--f yr/ [1. 2-e] 
[1,4] >>'r-fe'h°y- 5 -^y ) ^rsuc, Pi?x 

nhtitz\mmi 

x-r/l'-CSteaLTSS-ft:-^!!*! (llmg) ^flfc, 

iH-NMR(300MHz,CHCl3): 3.38-3.49 (6H, ra). 3.76 (3H, 
s), 4.69 (2H. s), 6.18 (IH, br), 6.88 (IH. dd, J 
= 8.1, 2.2 Hz). 6.94 (IH, d, J = 2.2 Hz), 7.29-7.5 
0 (6H. m), 

MS (FAB) m/z 320.9 (M++H) . 

[0 2 6 9] |gil&0lj5-3 9-;^ h^i^-6-n-r 
QhVU-l. 2. 3, 4-f-h5t Ha-5H->f yr 

y[i.2-e] [1. 4] ^'r-fe'fy-5-^y 

9-^h^i--l, 2, 3. 4-rh5bKn-5H- 

-fyfV[i. 2-e] [1, 4] i^r-fe:"ey-5->r 

y (390mg) <?)Th^t Ho7 7y (7.8ml) ^^SrO'C 

\,z)^mL, n-yi-iwj^^A (i.m^^-*rymei. 2.3 
ml) inni. mmmwuz. i-ro^royN-y (0.7 
7ml) iMi. w^iz^mx'ms,Uj:i)^(>i5mmtm 



(50mg) Sr^#/i. 

'H-NMR (300MHz, DMSO-ds): 0.60-1.15 (5H, m), 1.80- 
2.00 (2H, m), 3.15-3.80(5H. m), 3.77 (3H, s), 6.87 

(IH, brd. J = 9.5 Hz). 7.00-7.25 (5H, m), 7.28 (1 
H. brs). 7.29 (IH. d, J = 9.5 Hz). 
^B {?m m/z 273.0 (M++H) . 

[0270] IUiM5-4 9-;^h^>— 6, 6-x 
-n-rpe;l^-l, 2. 3. 4-Th^tHo-5H 
--fyxV [1, 2-e] 11, 4] i^T-^\fy-5- 

^y 

9-;^b^£^-l, 2, 3, 4 -f- t h'o- 5 H- 
'fyryCl, 2-e] [1, 4] 'Jr;^\iy~5-^ 
y (l.OOg) iOrh^t H075y (12ml) Jf?g^O-C{C 

/^ait. n-7>;w»jf-'>i:. (i.eyi^^^ymw.. 8.4m 
;7a7>f H (720iiig) imtmmmLtzmf.z.\-:fu 

tro^N-y (0.83ml) $r3nt, f*^{C^S*t'#fflt^ 

t, mmumfz. ^n^h/pxyt-si^fBL. 

-fb-^ft (267mg) iiWz. 

iH-NMR(300MHz, CDCI3): 0.30-0.60 (2H, m), 0.69 (6 
H, t. J = 7.3 Hz ). 0.80-1.10 (2H, m), 1.60-1.80 
(2H, m). 2.44 (2H, td, J = 12.5, 4.8 Hz ), 3.40-3. 
75 (4H, m). 3.84 (3H, s), 4.90-5.10 (IH, brm), 5.5 
5-5.75 (IH. brm), 6.74 (IH. d, J = 2.4 Hz), 6.93 (1 
H, dd. J = 8.2, 2.4 Hz), 7.21 (IH. d, J= 8.2 Hz). 
MS (FAB) m/z 315.0 (M++H). 

[027 1 ] *JiPJ5-5 g-^h^^i'-l, 6, 6 
-hU-n-rne;W-l. 2, 3, 4-f h^hHn 
-5H-^yry [1. 2-e] [1,4] J^'rHfty 
-5-ity 

2, 3. 4-rb7bKD-5H- 
^yrV[l, 2-e] [1, 4] i''r-fe'fy-5-:t 

y (l.OOg) i^rh^t Hn77y (12ml) mm^O'az 
{^mL. n-7>;L''J^'>A (1.6M^^tfy^^g, 11.1m 
1) ^Mt. \5^WmLf^> \.-y^)V'J}<^)Vi^^}lV 
9ay^Y (720mg) ^jD;tlO^ISHiif Uctm-rn 
^roA'y (1.22ml) *jDi., i^-<?tcg«a*T#iaL^ 

L/i, ^mmmm-^y^-i-^^x'^mk. m 
L. mE^mmti, zix^::c-y-jut^=^^yx'-m 



(?4 9) )03-119137 (P200 3-1 1JL8 



iH-NMR (300MHz, CDCI3) : 0.35-0.55 (2H, m), 0.68 (6 
H, t, J = 7.2 Hz ). 0.80-1.00 (2H. m). 0.99 (3H. 
t, J = 7.4 Hz ). 1.60-1.90 (4H. m), 2.44 (2H,td, J 

= 12.5. 4.8 Hz ), 3.25-3.55 (6H. m). 3.84 (3H, 
s). 5.70-5.85 (IH.brin). 6.91 (IH, dd, J = 8.3, 2.3 

Hz), 6.97 (IH, d, J = 2.3 Hz), 7.20 (IH, d. J = 



8.3 Hz). 

MS (FAB) m/z 357.2(M++H). 

[0272] ±ssmmm5'^5- Bc^y^^-rtiptmrniz 
IX . T£« 1 0 (.zmmff^mmm 5-6 

[0273] 









S-6 




MS (FAB+) m/z 
284.9(M++H). 


5-7 


CH 


MS (FAB+) m/z 

285.1(M++H). 


5-8 




MS (FAB) m/z 
399.2 (M++H). 


5-9 




MS (FAB) m/z 
315.1 (M++H). 



[0274]^W6 10-^h^>— 1, 2, 3. 
4-7^h5hFo-5H-^7h [2. 1-f] [1, 
4] :t^-9--fe'fy-5-:t>' 

a) 7-.Xh^i/--l-:t=3fy-l. 2. 3, 

9 1 H n-^ 7 1^ y- 2 - 

r h 7 1 Ko7 7 >- (280inl ) t60X-**-fk-^ h U 
(23.6g) fcil/mi^'^^/l^ (55ml) SrjD;t, TOS 
^75'CI,ZM^.L. 2, 3, 

7t h'n-?-7:?py- 1 -:^y (46. 4g) OT^h^t H 
D7 7>' (190ml) ?iM&2B#ra*^(tT{fTt;^^. Wf 

iStcTRlESr^'xyf'LT, pH5r5.5tc:PSL^v:m. M 

ig^^JiiT)^^®^!^^. MS^b^fta) (49.8g) ^ 

b) 2-yo*-7-;< h^>'-l-:t=3fy-l . 2, 
3. 4-7^h7t Ko-f7^'U'>'-2-*;U;Kyi^.X^ 

7-^ hdrv—l -jj-^y- 1 . 2, 3. 4— rh7t 



K^-^7:?^y-2-;>5f;^.-}^yK;<^;^ (49.8g) cr>^ 
nn:t^;kA (500ml ) ?§?S(:N-7'ntX^' S/>--f 5 H 
(41. 6g) ?:JPi.. 0.5mmimLtzm. 2,2'-ry'h'X 
^y7"f-a:::h'J/K210nig) ^SP;t. 50'Ci-C'#SL 
fz, l^mifztk. HtN-7'o^;^j?j^W 5K 

(4.2g) &jD;c, 50'azxmmmfLfz, Rjmt:m 

iSiT-J^aiL, '^^-ty (500ml) $rJD;t3>'Nj?it&«f 
^nn*;Pi^ (300ml) izmm^Wk. ^^^y (350 

ml) iMi. m^^^^m^wii^tix^Tmifz, pwt 

ifc-^b) (37.44g) ^^tz. 

c) l-th'nJfx- 7-^h^i'-:^7:J'l^y-2->& 

1. 8-i>"T-rt'i^^D [5. 4. 0]-7-'>>'T-fe 
>- (36ml) <7)rh9t KD77y ( 80ml ) 

2-7'o^-7-;<hdfv— l^^rdrV-i, 2, 
3, 4-T-b7t ^'D-^7:5'^y--2-;^^/^--^i■>'K^f■ 
;^ (37.44g) <50-fh7bHU77y (360ml) JS?gSr 2 

WUz, Kmmi7i^}%Lfzm. m-^Myk (lOOmi) k 
^?oo:^;l.A (300ml) c7)}I-^?gJ3D;t, KmmJ^ 



(6 0) )03-l 1913 7 (P2003-1 IJLS 



d ) 1 - ( 2- ( t-7>^x;*;l/-i^~U'rsy ) xh 
^y) -7-p<^^x-^7^'^-y-2-;^r;^;KyS!^f- 

-;wT$y (o.93ini) ^^J;tK■^•J7x-;^7^x7-^ y 

(1.97g) iOrh7t Kd77>- (50inl ) iMSr*/^ 
m. 3.2g) ^*!jl5^^S*^(tTffiTL/i, RJS^S^^jST' 

yy-t-izxmmL.mmit^md) (i.80g)^# 

e) lO-^h^v-l, 2, 3, 4--fh5tHa- 
5H--f7h[2. 1-f] C 1 . 4 ] fy- 

5-^y 

1- (2- (t-7h^i^:(H\^Tn-il-TS.y) xh^f 

>-) -7-y ^d{.i^^:7^^-y-2-;<?;^.i^yK^^;^ 
(l.80g) iizm-mm'Jyt^-^ymm. (24mi) Srsni., 



- ( 2-r5yxhdf i/) -7-y h=Srv-^7:5'^y- 

2-;^;L';KyiSy^/WMKtS (i.37g) ^ai^ta 

|gS (830iiig) i7)N, N-i;';<f-;l/;t:/UAr5 F (20m 
1. 8-i^"r-fh'>-^'D [5. 4. 03- 

7-'>>'7-'-fey (0.6111I) iMt. 70°cxo.5mmn»m 

x^mk. mMi-hv^j^x-n^i. mmi:^^Lfz, 
nm:^yj^i^^-?h^^y^~x'nmt. mmit^'^ 

(mm) ^ntz. 

iH-NMR (300MHz, DMSO-dg): 3.39 (2H. q. J = 5.0 Hz). 
3.90 (3H. s). 4.55 (2H, t. J = 4.6 Hz), 7.27 (IH, 
dd, J = 8.7, 2.7 Hz). 7.55 (IH. d. J = 10.5Hz), 

7.56 (IH, s), 7.63 (IH, d, J = 8.4 Hz). 7.84 (IH, 

d, J = 8.7 Hz), 8. 39 (H, br). 
(FAB+) m/z 244.0(M++H). 

[0275] ±Mmmm 6 (^um trnmiztx. rmm 
1 1 ^zMiMi^mmme - 2-6 - 5<7)it^im^i 

[0276] 

[*i 1 ] 









6-2 




MS CFAB+) m/z 
244.1(M++H), 


6-3 




MS (FAB+) m/z 
257.8(M++H). 


6-4 




MS (FAB+) m/z 
257.0CI4IH-H}. 


6-5 




MS (FAB+) m/z 
333.1(M<iH-H). 



[0 2 77] Ilte0!l7 10-;<h^>— 1, 2. 3. 
4-xh7t KO-5H— ?-7h [2. 1-f] [1. 

4] i/'r-bih-y- 5-;^y 

a) 1- {'Js^^fUriyi-:^:^})]^^^-)^:^^'^) ~7 

l-b Yu^iy-l--yV^i^i-y9h y-2-:^)V^: 
yMJ^i-il- (6.97g) CON, N-'Jy^)l-7ixil^ATS. K 

(mml) mm^^i^L. 605!-7K*fl:-^h'J'>A (1.44 
g) ^^i'^L-foJOi.Tt, *?$T, 0.5WKtim*. i^'^^ 
;i^r$yf-.'r;^?;l-'*-/i^i?D5-^ F (5.56g) ^tal. 



mmmk. ^yj^^o-^hy^y ^-x-nmtx. m 

mit-^a.) (4.45g) ^ntz. 

b) 1- i'J^i-llAJW'i^-^fl-i-:^) -7-^h^>- 

i-y9\yy-2-:^iv-^^y^^^)V 

Y^'y-fy ^Vy-l-fDVif-ymy-^iV (4.43g) C7) 
i^y X :i;UX-7^;U ( 16inl ) mm:mx,\izmk L . 1 

mmmnifz, ^^tx-i^mt. ti y 1^9 u-^V^yy 

^-{cJcOftS^LT. TOb^iHjb) (4.46g) 



(51) ) 0 3 - 1 1 9 1 3 7 ( P 2 0 0 3 - 1 1JL8 



c) 10-.Xhdfv— 1, 2, 3, 4-7^h5hHo- 
5H-->-7h[2. 1-f] [ 1 . 4] >>'T-irb°>-5 
-^>- 

1- (>''^f-;l'*;UA^:^;U^:t) -7-;<h^v-h7 
^U>- -2 H^>ig^-t-/l' (970iiig) C0;<^y-/P 

( lOml ) mmz-r h y h ^ i/ H ( 492nig ) 

2- -?UVJii-)UT S.ymm^ (458ii«) irmi. 75'CI,Z 
A^^ovhj/^^^-tC-CaSSUt. SS'fb^il^l (818in 



g) intz, 

iH-NMR{300MHz, CDCI3): 3.23 (2H, t. J = 6.0 Hz), 
3.37 (2H, q, J = 6.3 Hz), 4.00 (3H. s), 7.15 (IH. 
br), 7.24 (IH, dd, J = 8. 0, 2. 5 Hz) . 7.56 (IH, d, 
J = 8.3 Hz), 7. 77 (IH. d. J = 8.9 Hz). 7.85 (IH. 
d, J = 8.3 Hz). 8.09 (IH, d, J = 2.5 Hz). 
(FAB+) m/z 260.1(M++H). 

[0278] ±immm7(r)ijmtmmiz tx , tibi 
1 2 iztmcornimi - 2-7 - 4<^{t^S'S[3it 

fz. 

[0279] 
[^12] 









7-2 




IH 


MS (FAB+) m/z 
230.1(M+4-H). 


7-3 




^3 


MS (FAB+) m/z 
273.9(l4l-i-H). 


7-4 


H,C 




MS (FAB+) ra/z 
274.0(Mi-»^H}. 



[0280] »fifi?il8 10-;'<t>^i^-l, 2, 3, 
4-rh7t HD-5H--f7h [2, 1-f] [1, 
4] i>THr t.°>-- 

a) 1 0-.^ hJf i^- 1 . 2. 3, 4. 5. 6-'^^^ 
t FO-7H— h7h [2. 1-f] [1.4]v'r-fe' 

J^i-UyJT^y (6.61g) CTj^vl^y (32ml) 

-h/pxyx;i/*>-^i7j<ifoft (258iiig) SrJni.. llox; 

l.zUmi-fz'^iz^ 1 -^^V-7-^ hdf^— 1 , 2, 
3, 4 -r h7t Fn-f7:5'Uy-2-;<?;L';l^"yK.><f- 
II- (5.15g) (20i«l) ?i?gS:mo^)-Wfr 

mnLfz. Rl£-?§?gtix^/-;P (5inl) MSl 

tx'i^mt. mmtfzmw^ipj&uz, i^sx^yi^f^ 
^■'ryx-m^i. mmk. mmit^Visi) (is.sg)* 

iH-NMR (300MHz, CDCI3): 2.61-2.70 (4H, m), 3.46-3.5 
0 (2H. m). 3.61-3.65 (2H. m). 3.82 (3H. s). 4.74 
(IH, br), 6.16 (IH. br). 6.84 (IH. dd. J = 8.2. 2. 
5 Hz), 6.97 (IH, d. J = 2.5 Hz). 7.15 (IH, d, J = 
8.2 Hz), 7.26 (IH, s), 
MS (FAB+) in/z 245.1(M++H). 
[02811 b) 10-;<h^i— 1. 2. 3, 4 -f 
h7tHD-5H-t7h [2. 1-f] [1, 4]v 
r-fe"ty-5-7f y 

1 . 2, 3, 4. 5, 6-^^+;-hF 



D-7H--f7h[2, 1-f] [ 1 , 4 ] i^T-tfh-y 
-5-7l-y (488nig) , lOV^y'J'yM.^ (488mg) 
XX/mm (24inl) CO?I-^?ll2r60°C(CT5B#raSDi^1-L 

yM.9V7h^y7 ^-ItZXWmUz. n^titz^m^ 

^x-T/l't^'ou::i■^>uMzx^^^tl. mmit-^^ 

(mm) infz. 

iH-NMR (300MHz. CDCI3): 3.56 (2H. dd. J =8.8. 6.0 
Hz), 3.80 (2H. dd, J =5.5, 3.4 Hz), 3.94 (3H, s). 
6.77 (IH, br), 7.18-7.26 (3H, m), 7.70 (IH.d. J = 
8.8 Hz). 7.89 (IH. d. J = 8.8 Hz). 
¥S (FAB+) m/z 243.0(M++H). 

[0282] Mfe^J8-2 1 0-P<h^>'-1-7°0 
tVP-l. 2, 3, 4-r h7t h'n-5H-:h7F 

[2, 1-f] [1. 4] i/'T-fe'try-5-3ry 

10-.XFdfv-l, 2, 3. 4, 5, 6-A.dE-9-tK 
Q-7H--f7F[2, 1-f] [ 1 . 4 ] i>'THfh-y 
-5-:^y (2.0g) <507^h7t Ko77>- (40ml) MM 
$:*}^L. n-7"f-;U'J^'>A (1.6M^df-if y?§?Bt, U. 
Bml) ^lD;t, 15ii-^«ffL/it^, ^iStc^St, 15^ 
^mnUz. 1 -7'a^rnJ-<y (2.2ml) SrjDi.. ^ 

i&i>zx sm^mnuztk. m^i:myi<.mi' h u ^m. 

;:?7i:«^o-7F/7 7'f-tcT^SL- 
/c. t#'^>it/"cffl±)S!H!l^. W.^zh)\^:i^yb^^'fyf<zx 



(6 2) )03-l 19137 (P2003-1 1JL8 

S^^^ffV\ mmit^ (1.22g> mtz. 
'H-NMR (300MHz, CDCI3): 0.81 (3H, t, J = 7.3 Hz), 
1.52-1.63 (2H, m), 2.56-2.68 (4H. m), 2.92-2.97 (2 
H, n). 3.43-3.52 (4H, m), 3.81 (3H, s), 6.20(1H, b 
r). 6.80 (IH. dd, J = 8.2. 2.8 Hz). 7.05 (IH. d. J 

= 2.6 Hz). 7.11(1H, d, J = 8.4 Hz). 7.26 (IH. s). 
MS (FAB+) m/z 287.1(M++H). 

[0 2 83] llii0lJ8-3 1 -'^yy/u-i 
^i^-1, 2. 3. 4. 5. 6-^^-9-hKD-7H- 
i-yh [2, i-f] [1, 4] s>"r-fe'fy-5-^y 

1 H-NMR (400MHz, CDCI3): 2.04-2.65 (2H, m), 2.69-2.7 
3 (2H, m), 3.37-3.41 (2H, m) , 3.46 (H. dd, J = 8. 
4, 4.5 Hz). 3.61 (3H. s). 4.26 (2H, s), 6.12(1H, b 
r), 6.79 (IH, dd, J = 8.2, 2.6 Hz), 7.12 (IH, d, J 
= 8.2 Hz). 7.17(1H, d. J = 2.6 Hz), 7.24-7.36 (5 
H, m). 

MS (FAB+) m/z 335.1(M++H). 

[0 2 84] ^86191)8-4 1 -^yiyJU- 10- j<h 
2. 3, 4-f-h7t Fa-5H— J-7h 









8-S 




MS (FAB+) m/z 
300.1(Mi-hH). 






MS (FAB+) m/z 
300.2044H-H). 


8-7 




MS (FAB+) re/z 
389.204^H). 








8-8 




MS (FAB+) m/z 
349.0(M-H-H). 


8-9 




MS (FAB+) m/z 
369.1(HH-H). 


8-10 




MS (FAB+) m/z 
369.1(M4^H). 



[2. 1-f] [1. 4] 

l-KyiyJl-lO-^h^iy-l . 2, 3, 4. 5, 
e-'s^-tt Hn-7H--^7h [2. 1-f] [1. 
4] xr4fty-5-7fy (336mg) iOh/l/Xy (7ml) 
?f?a[{C2.3-x^no-5.6-j^'i^Ty-1.4-^y^/='e 

yy (342iiig) ii]wi. mis^x'AO'h'-^mnuz. ^mm 

y-Mci;OS^fBLT. mS-ft-^ (40mg) ^%fz. 
iH-NMR(300MHz. CDCI3): 3.35 (2H, dd. J = 11.5, 5.9 
Hz). 3.52 (2H. t. J =5.7 Hz). 3.89 (3H, s). 4.44 
(2H, s), 6.47 (IH, br). 7.19-7.41 (6H, m).7.64-7.7 
8 (4H, m). 

MS (FAB+) m/z 333.1(M4-+H). . • 

[0 28 5] ±iBllf6^)8-8-4cOl^f^*»t|pI#(w 
LT, Tieai 3-1 5CifilKc7)^«?lI8-5~8-2 

[0286] 
[^1 3] 



[0287] 



[«14] 
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[0288] 









8-11 




MC ^CABj.\ wm/*m 

W» i,rAB+^ ni/Z 

369.1CNHH.H). 


8-12 




MS CFAB+) m/z 
365.1(»H+H). 


8-13 




MS (FAB+) ra/z 
365.1 (M++H). 








8-14 


Xk ^ 


UC TCAR^'^ m/7 
WD V rnOfTj m/ Z 

349.1(hHH-H). 








8-15 




MS (FAB+) m/2 








8-16 




MS (FAB+) m/z 

380.1(M++H). 


[^15] 






MSX-^' 


8-17 




MS (FAB+) ffl/z 
301.1(M4-I4I). 


8-18 




MS (FAB+) m/z 
273.1(M++H). 








8-19 




MS (FAB+) m/z 
315.2(M+-i-H). 








8-20 




MS CFAB+) m/z 
315.2(M++H). 








8-21 




MS CFA&I-) m/z 

301.1 (M++H). 


8-22 




MS (FAfrf-) m/z 
329.2(l4«-fH). 



[02893IIMW9 4, 5-i''hh'o-8-;'<Hdf 

3 -^f-yu-^y V [ b ] f-xy [ 2 . 3 - f ] 
[1, 2.4] N'JTVn [4. 3-d] [1, 4]f- 

T-b'try 



a) 2, 3-i/t Ho-9-;< h=3fv'-0'V" [b] f- 

x/[2, 3-f] [1. 4] f-r-t'try-5-f-;i-y 

2, 3-i''tHo-9-^h^^'-'^yr [b] ^xy 

[2. 3-f]-i, 4-f-r-fe'fy-5-^y (5. 



(64) )03-l 19137 (P2003-1 1JL8 



3 g ) cr>i^>-UymMm (14 0ml ) i,zEmt~m 
(6. 6g) ^:1]ntr^. z<DM-^m'& 3 06^mn»'Mm 
L7t« Z<')t'-&MW.i&&z<^Mit . ^aa7]r^)i-Jx (3 

0 0m 1 ) $:j!lP;c/i, ^(7)V^?gSrfi&ftAlg7Kt«t*, 

(^'PD^yl.i^ : ;><^'/-yP=20 : 1 ) fffSLT^C., 
^^^a^SrSi^-CjilSS^SIL. Hfell* ( 2 . 8 g ) 
0^-(k-^!t^ ( 1 - a) 'H-NMR (300MHz, $m, 

ppm, CDCI3) 3.49-3.53(2H,m), 3.85-3.93(2H,iii) . 3.9 
0( 

3H.s). 7.11(lH,dcl.J=2.4 and 9.0Hz). 7.29(lH,d. J=2. 
4Hz). 7.65(lH.d,J=9.0Hz), 8.48(lH,br.s) . 

[0290] b) 2. S-v't Ko-9-^ 
-^^/i-^^-^yv" [ b ] ^xy [ 2 , 3 - f ] 

[1.4] f-T-tft°y 

^b-^^i) (l-a) (0. 281g) <50T-b h 
(50ml) IZBtM^ ij ( 0 . 2 7 6 g ) SrJPi. 

fz, zcD^-^mzs^^it^^)]^ (1 5 5mg) ^mr 
miifz. zcomm^ ^axj7i-.)i-Mzmm itzmm^^H 

;P^'OVh/77 (n-A.3E-9-y : |fg?xf-;l/=3 : 

feHft ( 0 . 2 1 0 g ) CD^m^t^m ( 1 - b ) Sr^f 
fz, 

1 H-NMR (400MHz. SH. PPm. CDCI3) 2.48(3H.s), 3.57- 
3.6(2H,ib), 3.89(3H.s),4.08-4.13(2H.ni), 7.10(lH.dd, 
J=8.7 and 2.7Hz), 7.26-7.28(in.m) , 7.67(lH,d. J=9H 
z). 

[029 1 ] c) 4. h^>'-3 
-yf-;u-<yv' [b] ^xy [2. 3-f] [1. 

2 . 4 ] h 'J rv'D [4, 3-d] [1, 4] ^THr't 
y 

^b-^ttd-b) ( 1 50mg) . T-fehhH7i^K 
(5 6ing) i5j;yp-h;Uxyx;l.7^yKl7kft1%i 
(9. 5mg) tOn-r^y-zW^jK 1 Om 1 ) Sri 
1 0^T'4ffi^igWL/>:, ^(^^?gSr?gi^llIL, mW. 
S- 7 n ^;t-^/^Atc^g^g Itz. Z cOj§?gSr iSWMl^fc J; 

n-7h^^7 7 (■^aat^fl^A : )^^y-)V=20 : 1 ) 

xmmuz. w^ts:m'if^%^xmmML. %wz 

(58mg) ^tt/::. 
'H-NMR (300MHz, ^ffl, ppm. DMSO-dg) 2.43(3H,s). 3.5 
2-3.55(2H.in). 3.85(3H,s). 4.56-4.99(2H,in) . 7.11-7. 
14(2H.i). 7.88(lH,d,J=9.2Hz). 
[0292] IIM0IJ1 0 4 . 5-vt h 



df>-<yV [b] f-xy [2. 3-f] [1, 2. 
4] hUrVD [4. 3-d] [ 1 , 4] f-T-tf'fy 

I.WWillSIIM9 1 |5]«t;L-C , •fb-^iBj ( 1 - b ) SrR 
K-^ii-f^, tttU, ftS^fcit/Sg^ftt, ^Jfil?i|9i:PItt 
f.z'fs\\ aS-fb-^ft ( 2c ) ^ft^c. 
1 H-NMR (300MHz, ppm. DMSO-dg) 3. 55-3. 58 (2H. 

m), 3.85(3H.s), 4.74-4.77(2H,m). 7. 12-7. 16(2H.m) , 
7.9(lH,d,J=9Hz). 8.6(lH.s). 

[029 3] ^MCTl 1 4, 5-i^tHn-8-yh 
^j^-3-;'<f-;P-'<.>-y' [b] f-xy [2. 3-f] 

[1.3] vTVo [ 1 . 2 - d ] [1.4] f-T-fe'br 
y 

-ft^ft (l-b) (200mg), royN-;UdfVl^r s y 
(40. 8mg) (6 0. 7m 

g) &ii*x^y-/nc^jsL/i. zc^Wi-^^i: 1 1 0 

°CT— BMD«!i3lgSL/c« Wm±Y 'J '>a'( 6 0 . 7 m 
g ) fcii/p-h/Pxyx/P^yKlTkffil^!) ( 1 . Om 
g) $<i>(Cl 10*CT1 7B#^JniaL/i. CO 

o o t^i^Mmm^ tf> a w!t%j^ 1 M©sK*T-ttai t fz „ 

#^>ii/>:i^it^?§ig& 3 0%rytxT7KT'^attt t 
fz. «fJi5L/cll*Sr^nD;^;UA-Cl*ajL. c:iiS:*-C 

^■77 ( n-'\=3r+/y/gfKx^;l.= 3 : 1 ) "CaSL 

tz, nm^£Wit^m>xmmmL. n^^titzmm^ 

0 , ( 3 ) (1 2 1 m g ) „ 

iH-NMR(300MHz, ^fl. ppm. DhBO-de) 2.24(3H.s), 3.4 
9-3.52(2H.m). 3.83(3H.s). 4.49-4.52(2H,m), 6.82(1 
H,s), 7.02-7.07(2H.m), 7.79(lH.d,J=9Hz) . 
[ 0 2 9 4 ] IlliSi^iJ 1 2 4, 5-i^'hh'n-8-yh 
df-i— A^yy [b] ^xy [2. 3-f] [1. 2, 
3 , 4 ] 7" b ^y'o [1. 5-d] [1. 4] ^T-fe' h- 
>' 

T-thxih'J;U4', 2. 3-i^h Ko-9-;'< h^>— 
'^.yy" [ b ] f-xy [2. 3-f] [1. 4] f-TH:"f 

( 1 OOmg) , -j-MJ-^ArvF (4 
8 . 7 m g ) i3 J:y';t^i/Ja-fl:^ ( 2 8 7 m g ) Sr 1 8 

mam-M^iLfz. zmmmmmL. mm^u 

mtk. ^m.W7y^-i^^j^x'mkLtz. cmsr^is 
L, ^m^'mLxnwzmM^'^'):^'f)V'9u-7v 

9'yy U-^^^y/mm:L^)V=3 : 1 ) -CffiML 

tz. m^tcWrfkm^xm^L. ^^^ixtzmw^^ 
Do;^/^A/x-r;^^g■^^^«J:0^^^:L, as^t-^ 

!t% (4) (57mg) ^ntz. 

'H-NMR(300MH2. -Jffl. ppm. DMSO-dg) 3. 68-3. 94 (2H. ■ 
m), 3.87(3H,s), 5.17-5.2(2H.m). 7.2-7. 24(2H,m). 7. 
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99(lH,d,J=9Hz). 

(0 2 9 5] ^]tfi(5i]l 3 4, 5-i>t 
^i^-^y^/ [b] ^xy [2. 3-f] [1, 2, 
4] hiJT^/n[4. 3-d] [1. 4 ] ^T-iffy- 
3-7i->' 

•ft-^ft (1-b) (200mg). Ji^iV^iVJi-^- Y 
(90. (>m&) i5Xlfp-h)VJ^yx)VT]r^ymi7m 

^{b. 5mg) «0n-7':7y-;W^?g (5m 1 ) i&l 

1 0°CT'4B?fiajaSL7t. ic7)j§^^iii^|it^ 

^^3fiL, -?)JSSr?8«SL, # ^>^^;t:^S^SSrDMSO (5 

0ml) tjWftlLfc. ^c7)^§?gSr 1 9 O'CcO^CbrSi-C^ 

^5D.tT:Ji-?SL/i. *«J1^7lci5tf*, iSTKiSK-?;;^^^^- 

^j^x-mtLtz. Lti^hi&L. hm^m^L. %t:>ti 
iiffii^EL.. mM^miii^(7)mmit-^m ( 5 ) ( 1 0 m 

g ) imz, 

iH-NMR (300MHz, SM. PPm, DMSO-dg) 3.5-3.53(2H,in). 

3.84(3H,s), 4.23-4.25(2H,m), 7.1-7. 15(2H,iii) . 7.87 
(lH.d,J=9Hz). 12.15(lH.s). 

[0296] IIM0IJ14 4. 5-i^bh'n-8-^b 
^i^-OV [b ] ^xy [2, 3-f] [1. 3]^^' 
rv'o[i, 2-d] [1, 4]^T-fe't°y 
^b^ifSj ( 1-b) ( 1 50rng) . TSyT-fehr/l-T 
hh'y^f-;l'r-b:J'-/W ( 1 60mg) fcJ;t>'p-h;U 
xyx/P*>'i!l7t<Sl*!!( (9. 5mg) cOn-7;?7- 
( 1 Om 1 ) $r 1 1 O'Ct'SB^SMtTt, Cc?) 

^^.y_/p=2o : 1 ) Twmitz, nmm^^mh 

X 0 ^^sit 1 2 0 m g c7)feBB . - c7)|l«5 ^ y 
^y-Jl- ( 1 m 1 ) iiriSK (1ml) 

mmt. 9 0'cx'tmifz. Rmmmmt. 

a-^h^yy ( n-'v^-y-y : »Kxf-;U=3 : 1 ) T- 

«s&^D^;^;^-A/x-x;^^I-^^g^iJ; OM^a^tL, « 

S-fk-^t) (6) (5 3mg) mti. 

'H-NMR (300MHz. dM. PPm. DMSO-dg) 3.5-3. 53(2H.in). 

3.84(3H.s), 4. 68-4. 71 (2H. in). 7.01-7.08(3H.in) . 7.3 
4(lH.s), 7.82(lH,d.J=9Hz). 

[0 2 97]^ife«?lJl 5 2. 3. 4, 5-Tf-7tK 



o-8-y h^>--A;.yV [b] ^xy [2. 3-f] 
[1.3] yrVa [1, 2-d] [1. 4] ^r-b'h° 
y 

•ft-^tl ( 1 - b ) ( 1 50mg) , 2-:J'anxf-;l.'T 
5 ym&i§, ( 1 1 5m g ) fcj;t/h 'Jxf-/Pr 5 y ( 1 
Olmg) $-il7kx^'y-;K 5m 1 ) izmmifz. Z 

1, mmt:mitj<^uyizmmLtz, c:asr*TW 
^MM-^^'^-iy^j^x-^mLfz. ztiibmi. 

^•mmmt. nioixfzm&iiiy')^^!^^^?^^^ 

7 (^na;n;l^A : y rJ'y-zU : 2^Ty=^-T:>^'S' 

j-mWi=A 0:1:1) x-mmLfz, wmm^i 

m^xmwmmi. %hixfzm{ifi9uut^ivA/ai- 

n->vm.-^mmi O m^it L . (?) (87m 

g) iWz. 

•H-NMR (300MHz. ppm. HVBO-A^) 3.5-3.53(2H.m) , 

3.84-3.9(9H,in). 7.2-7.24(2H,m). 7.93(lH.d.J=9Hz). 

[0298]||»il6 4. 5-i>'tKD-6-^y 
7>;i^-8-y N^>--<yy [b] ^xy [2. 3- 
f ] [1. 3] v-'TVo [1. 2-d] [1, 4] i^'T 
Hffya) 5-^DO-2. 3-xh Kn- 1 --f 77' 
^;P-9-y h^v— A^yy' [b] ^xy [ 3. 2- 

e] [1. 4] yr-fe'fy 

2. 3-xhHo-l ->f VT'^/W-g-y bdfv— 
yy- [ b ] ^xy [3, 2-e] [1. 4] v-'T-^rfy 
-5-:ty(2. 3g ) CON/UxyigjS^ ( 24m 1 ) 

i,z-Rmm ( 1 . 5 g ) ^ani-^c, icojl-^sfe* 1 1 0 

'c-c2ii#miajiSKL/s, wsmimmmL. nm 
mk3^i-Mz\muz. zmmiiT^. imm:^iix 
x/Mx-fkmk. ^7mMi-\-')^Axn'^Lfz. zcom 

n feiif^S: bML. mmk L . ate^b-^ ( s - a ) 

(90 0mg) i%tz. 

iH-NMR(300MHz. ppm, CDCI3) 1. 15(6H.d.J=6.6H 

z). 2.18(lH.ii). 3.13(2H,d.J=7.8Hz). 3.19(2H.in), 3. 
87(3H,s). 4.05(2H,in), 7.09(lH.dd.J=8.9 and 2.5Hz) . 

7.34(lH,d,J=2.5Hz). 7.59(lH.d,J=9.0Hz) . 

[ 0 2 9 9 } b ) 4 , 5 -i^t Fa- 6 V 7f-A— 
8-;< h^v—^yy [b] ^xy [2, 3-f] 

[1,3] S^'rVn [ 1 . 2-d] [ 1 . 4 ] i^'T-fe't 
y 

■\\L^(8) (587mg) , T$yr-fehT;PTt F 

i>)i^)vr-^^~)V (0. 2 3 8m 1 ) foit/fy^y;?. 

;W*yi§ ( 24At 1 ) c7)n-7"^y-;l/?M (6ml) 
1 1 0'CX-2^m\i^.ttz. TSyr-fehr/L-Th K 
i>y^;pr-fe:5'-yL' ( 0. O 6 Om i ) ijiyy rJ-yx 
;P*yK(0. 1 5 3m 1 ) SrRlwStCjDi., §^>tcl 
lO'CT'O. 5B#rBlJDiiUc. K«Citigx^;PfcJ; 
X/-SM:^i:Utfz. 'rfmLfz-^m.mi7V.mk. *7j<ffilg 
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= 10: 1 ) -cmmif^. n^^xM'if'^mbxmm'f^. 
nhiifcmm:^-y->i^'o'^^BitL. aa-fb^ft (s 

-b) (465mg) iWc. 

iH-NMR (300MHz. dB, Ppm. CDCI3) 1. 15(6H.d.J=6.6H 

z). 2.09(lH,in), 3.05(2H.d.J=7.7Hz). 3.55-3.57(2H, 

m). 3.87(3H.s). 4.27-4.30(lH,m), 6.96-7.00(2H.in), 

7.13(lH,d.J=1.2Hz). 7.25(lH,s), 7.61(lH,d,J=8.7H 

z). 

[0 3 0 0] ^tfi^Jl 7 4, 5-i^tHn-6->fy 
7"^l\^-KyY [b] ^J^y [2, 3-f] [1. 3] 
=JTYu [1, 2-d] [1, 4] vT-fe'b-y 
a) 5-^'nn-2, 3 -i^'h Ko- 1 V 7>;U- 
'^y^/ [b] f-xy [3. 2-e] [ 1 , 4 ] >^r-t:"b° 

y 

mmiecoa) tn-<^iimx\ 2, 

1 y yf-zw-'^^.yy [ b ] ^xy [ 3 , 2 - e ] 
[1. 4] yr'irt°y-5-:t>' ( 2. 38g)J;'5, 
^<t-^!t^ (9-a) (0. 587g)&»/i. 
•H-NMR (300MHz, 8m, PPm. CDCI3) 1. 12(6H.d, J=6.6H 
z), 2.17(lH,in), 3.17-3.21(4H,iii), 4.05(2H,ni), 7.33- 
7.43(2H,m), 7.72(lH.d, J=7.7Hz) . 7.93(lH.d.J=8. IH 
z). 

[03 0 1] b) 4, KQ-6--f yy^;!'- 

<yy [ b ] ^xy [2. 3-f] [1, 3] vryo 

[1, 2-cl] [1.4] i/'T-l2'fy 
Utt^iJl 6fc|SI«{cLT, 2. 3-i^hFD-l-^y 
'<;>y [b] ^xy [3, 2-e] [1. 4] 
i;-T4fh°>'-5-^y ( 1 5 3mg) . T^yT-^hT 
;l^rh F^'y^/l-T-fey-^W (0. 12ml) hi.X/p 
- h;Pxyx;l/7^yK ( 1 3 4mg) con-y'^y-yu 

ji?R?: 1 1 o'CTtmuz. mtmietmmz. mm 
t5Xv^^^Bmn^\ m&it^ ( 9 - b ) ( 1 1 7m 
g) mti. 

1 H-NMR (300MHz. dM. PPm, CDCI3) 1.13(6H,d.J=6.6H 
z). 2.08(lH.in), 3.09(2H,d,J=7.8Hz), 3.56(2H,t. J=4. 
3Hz). 4.28(2H.t.J=4.3Hz), 6.98(J=lH,s) . 7.13(1H. 
s). 7.31-7.34(2H,m), 7.73-7.81(2H,iii). 

[0 3 0 2] HSIt^JlS 4. 5-vth'n-6-^y 
y^;l'-8-;<hJfi^-<yy [b] ^xy [2. 3- 

f ] [1, 2, 4] hUryn [4. 3-d] [1. 
4 ] i>"T-lf h°y 

-fL-^iR!! (8-a) (379mg) . rf^/US/l/bH^i^'y 
(14 Img) iiXr/M^>X)Ut^ym ( 1 5// 1 ) 

n _ y-7t/?§?g ( 2 m 1 ) ^ , 9 5 "Cf 1 

mmi. mmit^m ( i o ) ( 2 7 8mg ) mr^. 



iH-NMR(300MHz, 5fl. PPm. CDCI3) 1. 17(6H,d,J=6.0H 
z), 2.19(lH.m), 3.12(2H.d,J=6.0Hz). 3.59-3.61(2H, 
m). 3.88(3H.s). 4.34-4.37(2H.ib). 7.03(2H.dd, J=8.7H 
Z.2.5HZ). 7.27(lH.d.J=2.5z). 7.64(lH.d. J=8.7Hz). 
8.17(1H,s). 

[0303] HlffiWl 9 4. 5-i^'th-a-6-^y 

7>;P-<yy [ b ] ^xy [ 2 . 3-f] [i. 2. 

4] N';Tyo[4. 3-d] [1, 41 =JT-^^'y 

o-i-^yyf-;L'-'^>'y [b] ^xy [3. 2- 

e ] [ 1 . 4 ] i^T-^t°y ( 2 7 Omg ) , ^/US/Pb 

Yy=Jy ( 1 1 Img) iii:x^^^yy^t\^-^-yf& ( 1 2 

}x 1 ) cOn-yiJ'y-^W^JS (2ml) S-MLt^, * 

mill) (205mg) SrffJt, 

1 H-NMR (300fMz. Ppm. CDCI3) 1.14(6H.d,J=6.6H 

z), 2.09(lH,ni). 3.17(2H,d.J=7.8Hz). 3.59-3.61(2H. 
m), 4.34-4.39(2H,in), 7.33-7.42(2H.m). 7.76-7.86(2 
H.m). 8.19(lH.s). 

[0 3 04] ll*fe0>J2O 4, 5-j^'bKn-6- (2 

-y^;l/-2-7°o^-;P) -8--hn-<yy 
[ b ] f-xy [2, 3-f] [1, 2. 4] h'J rVn 
[4, 3-d] [1,4] i^'T-fc'try 
SIMMl6c7)a) fc|5iait;L-C. 2. 3->^'bh'o-l 
- ( 2-y^;U— 2-ro^-;l^) -9--hn-/<.y 

y [ b ] f-xy [3. 2-e] [1, 4] >>r-tfby- 

5-5j-y(l. 26g) cOh/Uxy^jS?^ ( 1 3m 1 ) 
E^-ft^S ( 1 ■ 0 1 g ) i3J;lA'DM F ( 0 . 0 9 3 
m 1 ) iMlfz. iWig^t)^9 O^CT'l . 5B#rBlM 

Ltz, C:(7)ll«c^PKxf-;Wc!i-}SL/^aiLyio i<7)?l 
xf-;UJi{i||J[Sfiajl 6 0a) i:|Slftlc}!!iaL7^v:, 

«s ( 7 6 1 m g ) ( z.(7^^mifi.mMm-^-^^^^'&x'h 

hft^^^) O^*>400mg?:t'5, 

[030 5] 1 9 b nm^z LX . %t,Ktzmw. 
;f:/W5;ub H^i» ( 1 4 3 m g ) l3J;y^y< yx;^* 

( 1 5/x 1 ) cJ^n-r^'y-zW^^ (4m l ) Sr9 

o'cx2nm\A^Ltz. mmi'M&^zi^n-fhb^^ 

^{ 1 2) (373mg) S-ft/::, 

iH-NMR(300MHz, dm.. Ppm, DMSO-dg) 1.90(3H,s), 3.4 

3-3.45(2H,ni). 3.93(2H.s), 4.42-4.45(2H.i). 5.22(1 

H,s), 5.32(lH,s), 8,21(2H.in), 8.62(lH,s). 8.67(1H, 

s). 
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[0306] mtim2 1 4 , 5 -xb Fo- 6 - ( 2 

-y<^/l^-2-7°o^-;i.) -8--hn-'<.yy 
[ ta ] ^xy [ 2 , 3 - f ] [ 1 , 3 ] i^'rv'o [ 1 , 
2-d] [ 1 . 4 ] i^'T-fefty p-h/i/xyx;U*y 

5-^'oo-2, 3-i/t Hd- 1 - ( 2-;^^;P-2 
-7'o^-;u) -9-~Vu-KyY [b] -f-xy 
[3. 2-e] [1, 4] yr-fcfh-y ( 36 Img) . 
TSyr-lrhT/l^f t l<v;<^;Ur-b:J'-;KO. 2 2 
111 1 ) hXt/p - ^ 9 yxiut^ym ( 1 5// 1 ) iOn- 
y^y-iUmW. ( 3 . 6 m l ) 2r l l 0°CT'3^ra3lga 

fz. Zilimr/n-yi?/->l- (3ml) l;!ijiL. P 
- h;l.xyx;l^;^ ym 1 (13 5. 4 m g ) 

tfz. z(r>M.-^-^i 1 1 o°cT'i . smmmuz, k 
<%mm. xx^/ux-f-;^$-sp;t s ^ isfeig^H^j 

^^(13) (317mg) ^ntz. 
>H-NMR (300MHz, d{§.. ppm. CDCI3) 1.90(3H.s), 2.29 
(3H.s), 3.52(2H,io), 4.01(2H,br s). 4.98(2H,m), 5.2 
5(lH,s), 5.31(lH,s), 7.09(lH,s), 7. 10(2H.d, J=7.8H 
z). 7.47(2H,d,J=7.8Hz), 7.60(lH,s), 7.79(lH,s). 8. 
30(2H.s), 8.68(lH,s). 

[0 3 07] ||Mfi»j2 2 4. S-v-'t Ho-8-;<h 

dfS.--<yy' [b] f-xy [2. 3-f] [1. 3 ] 
ryo[i, 2-d] [1, 4 ] ^r-iffy-6-Jt-y 

•fC^ft ( 6 ) ( 4 9 m g ) ^&^t^i-lyy ( 2 m 1 ) 

#i!(3 2mg) ^Jn/., 4 5^^mnUz. S(C. m 
-^noaSE#i§ ( 1 9mg ) 1 S-h^^M* 

L^o, ccoj§?gt;*^api, ^mmi'rtmuz. zm 

tit. mmimmmix^tz. zuirbfut. m 
Efe^L. mm-it^m ( 1 4 ) ( 2 0 m g ) i%fz. 

iH-NMRGOOHHz.^fflppn.CDCls) 3.21 (IH.b), 3.76(1H, 
m). 4.49(lH.in). 5.25(lH.iii) . 7.09(lH,dd.J=8.8 and 
2.4Hz). 7.16(lH.s), 7.20(lH,s), 7.60(lH.d.J=2.4H 
z), 7.71(lH.d,J=8.aiz). 

[0 3 08] ||Jfi0lJ23 4, 5-vtHo-8-;<h 

^>-~KyY [hli~x.y [2. 3-f] [1. 2. 
4 ] ::t^-9-i^'rV"a [4, 3-d] [1. 4] f-THr t 

y-3-5j-y 



a) 2, 3-i^'t h'a-5- (h h'oJfv^ $7) - 9 
hJf>'-<yV [b] f-xy [2. 3-f] [1, 

4] ^r-t'fy 

<t^^(l~b) (295mg) , bh'n^v;Wr5>' 
^KJg ( 1 39ing) hlXMM-th^J^J^ ( 1 64m 

g) Sm-y^-y-zL- ( 1 Om 1 ) t®jSL, 12 0'C 

mat-^m (15-a) (2 28mg) 
iH-NMR (300MHz, ^ffi, ppm. mO-4e) 3.22-3.26(31, 
m). 3.5(>-3.55(2H.in). 3.84(3H,s). 6.T7(lH,iii) , 7.08 
(lH.dd,J=2.4 and 8.7Hz). 7.21(lH,d. J=2.4Hz), 7.82 
(lH.d,J=8.7z). lO.OdH.s). 
[0309] b) 4, Hn-8-;^ h^v--^ 

y V [ b ] f-xy [2. 3-f] [1, 2, 4] jj-^-t 

i^ryo[4. 3-d] [1, 4] ^r-fe:kry-3-7r 

y 

it-^^ (15-a) (84mg) i3 J:y';:?;P--J<-yPvM 
5 ( 5 3 m g ) <7)TH F^?g ( 1 0 m 1 ) Sr, 

9 0rT'2I^^MftL^v:, Rjmim.i^iZi^Mit. * 
(10ml) ^Snx^c. f#^>fL^^ll«s^^]RL. vx^ 
yl/X-x/PT-a^^L/::. Cl^l^^E^WsL. «i2£^% 
( 1 5-b) 8 ImgSrtfTt. 
iH-NMR(300MHz, ^tt. ppi. CDCI3) 3.41-3.45(2H,in). 
3.91(3H.s). 4.39-4.42(2H.in). 7.15-7.18(2H.in) . 7.69 
(lH,m). 

[03 1 0] |||i&W24 4, 5->h\^ci-S-;<h 
=3fv-'<.yV [b] f-xy [2, 3-f] [1. 2, 
4] :t^V'JTYa 14. 3-d] [1. 4 ] ^T-fe'f 

y-3-f-:ty 

-fb^^iH (15-a) (84mg) tJ J:t»:t;!?;P'-Kx>U 
j^M 5:/y'-/K80mg) c7)DMF^ (2ml) 
^ , MiaT4i^rajtff L/::. C<7)?TOc* ( 2m 1 ) ^ 
mx.fz. nhixtzm^^bmi. i/'x^-zux-r/Pf^ 

in^^se^LT. «ie-fi:^!t*!i ( 1 6 ) (5 
3m g) intz. 

'H-NMR (300MHz. dM. PPm. DMSO-dg) 3.73-3. 75(2H, 
m). 3.87(3H,s), 4.64-4.67(2H,in). 7. 19(lH.d.J=2.7H 
z). 7.27(lH,dd,J=2.7.9.3Hz). 7.99(lH.d. J=9.3Hz) . 

[0311] ±Msmi&m9^24X'n(>ixfz^t-^m 

1 biZtt^fz, 
[03 12] 
[^16] 
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cos 1 3] ||te««J25 6-^h^v-2. 3-vt 
Hp-4. 9-xf-r7;l/7j-lxy-i-7}-y ^^S^A 
a) 2-bHQdf>'-5-^ ^^yl/X 

2 . 5 - i^'h Ho^,&#i| ( 5 0 g ) k ^B!;!? 'J -^i. 

( 1 08g) Srr-feh-hU;U ( 1 000ml) tC.^iS 
M^f#TtCv^^;H^iig (6 6ml) ^alTL 
RJ35S^?r8 5X:-C'2i^|SIKiE$-fryi. MSCM 
L/cf^, RJS?SI:»E?»«t . ^SEtC^K (500ml) 
SrJD^Jt. 7K/^mjmc 5 NJfiig^rJniT P H 2 i; t 

L^fli. 5jiL. ^^S&MEjgffit. SS^k^ (6 

1. 7g) ^jilictli: LTtf:^.;. 

iH-NMR (300MHz, ^ppm, CDCI3) : 

3. 38 (3H. s) , 3. 95 (3H. s) , 6. 9 
1 (IH, d. J = 9. IHz). 7. 08(1H, d 
d. J = 3. 1 . 9. IHz ) , 7. 28 ( IH, d, 
J = 3. IHz) . 1 0. 37 ( IH. s) 



[03 14] b) 2- (v^f-/Pf-7r;)!^yP>'N't^;U3j-df 

) - 5 - ^ h v^SSi! ^ f-;Wxxf /I- 
*SSi?iJ2 5<Oa) •(:l#'^fL^v:2-hHaJri^-5-^h 
^vSESiS ;<^/Px;?.-r;U (5 3. 1 g ) SrN, N 
f-Zl/^JtyPi^r 5 H ( 6 00m 1 ) {:^»L/i, ^ 

5. 9g) t 1 , 4->>T-^"hv^'n [2. 2. 2] tJ- 

^^y(54. 6g) $r)i»aD£. 40i^isiae$ii: 

7^.:, »5Jg€-j«JEai^L, Ea[tciN<g|fi(28 0m 

1 ) tif^xf-zu (280ml) Srjll;i. tt!±!L/i» * 

?SaE^x:?y-;i.J:OS^at, mXc^K^ 

3. 4g) SrffJt. 

'H-NMR (300MHz, ^ppm, CDCI3) : 
3. 39(3H. s). 3. 47(3H. s), 3. 8 
4(6H. s), 7. 03 (IH, d. J = 8. 7H 
z). 7. 09 (IH. dd, J = 3. 0. 8. 7H- 
z) , 7. 49 ( IH, d. J = 3. 3Hz ) 
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[ 0 3 1 5 ] c ) 2 - ( v-'^ i-)U/jiW^=t^fU:!^/l'y T 

mMM'Z 5<?)b ) tlt^.ilTt 2 - ( 'J^^i]^^:^:^!^^ 

;K 57. 7g) $-i^'7x-;PX-r;U ( l 80m 1 ) 
(C?§*>t, r;P:5>»HI^T{:2 4 0°CT-6B#^RID§ 

o^mmntfzm. ^mt. mmn^ (45. 67 

g ) mtz, 

iH-NMR (300MHz, dppm, CDCI3) : 

2. 9-3. 2 (6H. m) . 3. 85 (3H. s), 

3. 88(3H, s), 7. 02(1H, dd. J = 

2. 9. 8. 6Hz). 7. 41 (IH. d, J = 2. 
9Hz), 7. 49 (IH. d. J = 8. 6Hz) 

[0 3 16] d) 2->()U^rh-5-:<h^i^^,^M 

IIJfe(5IJ2 5(7)c ) X-'i^i^tlfzl - (>'^i')l^:^)Wi^-i 

f-/K2 5. Og) t-fV^}'^J^y^V^i^Y (11.0 
g ) (250ml) (C.^SL, T;P3'>-# 

H^Tt6 5'CT-3ii$^RJse$-ti:;t. ^SlcML^^f*. 
R*E?g^?SE«iiiL, mmz 1 Nlgi? ( 2 5 Om I) ^ 

-fC-^W (16. 6g) ^%fz. 

'H-NMR (300MHz, 5ppm, CDCI3) : 

3. 81(3H, s).3. 93(3H, s),4.4 
9 ( IH. s) . 6. 93 ( IH, dd, J = 3. 0, 
8. 7Hz), 7. 21 (IH. d, J = 8. 4H 

z) , 7. 52 ( IH, d, J = 3. OHz) 

[0 3 17] e ) 2- (;^/L'#'dfi/;<^;l^x;l.'7r- 

-5-^h=Jfi^^,&#K 
||Jfef?"]2 5cOd) X'%(6lXtz2-A)VfyrV-5-^V 
^i^^MMm A i-lVx.X'f)V (16. 6 g ) ^ y 

-;K 2 5 0 m 1 ) \,zmmt. M?aMff Ti= 2 ^Tmit 

-^^ 'J'^ATk^jR (10 0ml) ?rjD;t!/i. WMU.^ 

^m^kymWff^Z. 2Wm. ( 1 OOm 1 ) ^j^T 
L, ^^zmkt h 'J -^A ( 5 5 . 1 g ) ^Jni.. 
■tir/So »:tCA>f Kn-tyW7r-^ h-fh'J'^A (4 2. o 

g) ^tRL. sQ^mmm&Li-z. mm. c^^uwm 

(42. 1 g ) ^7j< ( 4 0 0 m 1 ) ^Z\mt, *?fJM# 
Tt:. U -^i. ( 2 3 . 1 g ) &aD-tT?Sjg^P 

mLtz. mmmi. mmcr>±.m.mm^-^^^^zm 

it ( 1 OOm 1 ) mTLtz. ^mm^B^h'&L. 
7j<-?:-a#Uc, 5 ort-l 8B#PBliiEI2^-r^Ci:(cJ; 



, ^it-^^ (21. 7 g ) ^^fflfc LTft/::. 
'H-NMR ( 3 OOMHz , ^ppm, DMSO- 
dg) : 3. 73 (2H, s ) , 3. 77 (3H, 
s), 7. 14(1H. dd, J=3. 0, 8. 8H 
z). 7. 33(1H. d. J = 8. 8Hz), 7. 3 
6 ( 1 H, d. J = 2. 9Hz ) 
[0 3 18]f)i^i! 5-^V^>"<^yV Ih] 
7xy-3--f/W x;^r/l^ 

^{6011 2 5 CO e) Xikhfltz2- {fl)Vif^^-y^^lVX 

;I.7r-;l') -5-y (7. 2g)i:P 

(3. 2s) im^'imibbmx) \,zm 

9 >-S;^M)-(The Journal of O 

rganic Chemistry) 10, 381 (1 
9 4 5) tC^it-CS«$it. ^{"C^m ( 7 . 8 5 g ) 

■kwmh \^xmz, 

'H-NMR ( 3 OOMHz , 5-ppm,CDCl3) : 
2. 99(3H, s), 3. 88(3H, s), 7. 0 
1 (IH. dd. 5 = 2. 4, 8. 7Hz), 7. 09 
(IH. d, J = 2. 4Hz).7. 39(1H, 
s),7.64(lH,d, J=8. 7Hz) 
[0319] g) 6-^b^i'-2, 3-yhKn- 

4. 9-i>>T7;i/:t^>-- 1 -:t>-i:i!^i:zy >- 

(5. 52g) (30m 1 ) 5:80 

°C-C-3 0^ra«f#L/io ^mc. ^SftCT2 5c7)f ) Tit 
^.ii/::S^iS 5-y h^i^'^yy [b] ^7)-7xy-3 
x.Xi-)V {1 . 8g) i: 3-;^;UX7rhTnf 
^yl? (3. 4ml) ^%X.X. 8 0'CT'4 0?j^R(C 

n-7 h 7 ^ - ()SBB?§iSE ; 9 nn7}^;l^A ) T-jM-T 
l>;t(cJ;0, ( 5. 58g) S:i^^Httli«s 

'H-NMR (300MHz. (Jppm. CDCI3) : 
2. 95-3. 05 (2H. m) , 3. 4-3. 5 (2 
H.m), 3. 90(3H. s), 7. 1-7. 2(2 
H, m). 7. 72 (IH, d. J = 8. 4Hz) 
FAB ( + ) MS (iS^i-jStg, m/z) 25 1 
[0320] h) 6-;<h^S/-2, 3-vtHn- 
4, 9-i^'f-T7;U:tL'y-l-^y^=¥i^A 
ltliCflJ2 5c7)g) ■C#W^6-^h=JfS^-2, 3-i/' 
hKo-4. 9->''^T7;U:tWy-l-:ty (3 1 0 
m g ) ^80 %x^ /-;M<?f ?S (10ml) j» 
L, t Yu^\/}Vr^ y ■ tSKtM ( 1 4 2 m g ) mM 
( 1 70mg) $jDi./c. 3 B^^JliftSgS 
Lfz, W^ai^BSr^.SL. Pi!x^yl.^ffl>,^T 1 0 0°CT' 
X7 'J-JaS-ri.i t tcj: 0 . ^WfL^ (119m- 

g) ^i^^Mm<k.tLxwz. 
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n-I-NMR (30 0MHz. 5ppm. DMSO- 
de ) , E : Z = 1 : 1 COM^mt IX : 2 . 9 - 3 . 
l(toLal 2H.m).3.2-3.4(tot 
al 2H, in). 3. S3, 3. 85 (total 
3H. s). 7. 05-7. 15(total 2H, 
m) . 7. 8 1 , 7. 88 ( t o t a 1 IH.d.J 
= 8. 4Hz). 11. 53, 1180 (total 
IH. s) 

FAB ( + ) MS ((S^»Bg, m/z) 266 

[032 1 ] I^]!iltflj26 6-;<h^>'-2. 3-vh 

t Yn^i^iVT 5 y ■ igKecOftt) 0 1 0 f-yUh H 
ndrv-zt-T^y- «i§S^fflV^TIIIlS^J2 5c7)h) tn 
ncoHmi^Zi: 0 , aH^L^ft ( 5 3 m g ) imWt IX 

iH-NMR (300MHz, 5-ppm, DMSO- 
dg ) , E : Z = 1 : 1 com^ttt LX:2. 95- 
3. 1 (total 2H, m). 3. 2-3. 35 
(total 2H. m) , 3. 83. 3. 84 ( to 
tal 3H. s),3.92.3. 97(total 
3H, s). 7. 05-7. 2(total 2H, 
m) . 7. 82, 7. 9 0 ( t o t a 1 IH.d.J 
= 8. 7Hz) 

FAB ( + ) MS {\mm^. m/z ) 279 
[0322] ■mm\2 7(27^1,27-2) 6- 
3-vtFa-4, 9-i^>r7/P5ri^ 
>--l-jj-y :t^i^A 

^MM 2 5 O h ) fc mmtc-HrnxnCyixtzit^ i^A* 
(E : Z=l : l<7)?I-^tt: 8 0 0mg) Sr7^-/i'.x 

r-tNy=7 : 1 ) x-'m-th^tiziiy). ^^t-^ 

[ (iiffiffi* (*]lfi(?lJ2 7- 1 ) : 2 2 0mg) t (ft 
(lltfi^j2 7-2) : 225mg) ] ^jg^Httll 

[0 3 231 [ (ffi«ft) ] 
1 H-NMR ( 3 0 OMHz . ^ppm. DMSO- 
de) :3. 0-3. 05(2H. m), 3. 2-3. 
3 (2H, m) , 3. 83 (3H, s) , 7. 04 (1 
H. d, J = 2. Hz). 7. 08 (IH. dd. J = 

2. 4. 8. 4Hz) . 7. 81 (IH. d, J = 8. 
4Hz). 11. 53(1H. s) 

FAB ( + ) MS (mmm. m/z) 26 6 
[0 3 241 [ (lii^f*c) ] 
'H-NMR(300MHz, 6-ppm. DMSO- 
de) :2. 95-3. 0(2H, m). 3. 25- 

3. 3(2H. m). 3. 85(3H, s), 7. 10 
(IH. d. J = 3. OHz) . 7. 14 (IH. d 
d. J = 2. 4Hz. 8. 7Hz). 7. 88(1H. 
d. J=8. 7Hz) . 11. 82 ( 1 H. s) 



FAB ( + ) MS (ffi^fiffg, m/z) 266 
[03 2 5]|ll!ffel?lJ28 (2 8- 1, 2 8-2) 6- 
?ih^>'-2-}<'^)V-2, 3->''tHD-4. 9-j^' 

3 - .>< /ux? r h ro f >-i?coft;b 0 3 - ^ r h 
-^yiss^ffl^^r, ^J5fi(5ii2 5i^g) tnm^x-mx'i^ 

hiXtze-Ah^i^-2-)^i-)V-2, 3-xtKo- 
4. g-J/^T^/U^j-^y-l-Jr^ (750mg) $• 
f'Jv-'y ( 15m 1 ) {c?fML, tHodfi^;Ur$/- 
( 3 9 2 m g ) ^1mUz. RJCi^-^S: 9 O^T 

smr^RiCs-ti:/::. m^i-zmLfz'ik. Kfmm^w&m 
mm ; ^^^f y : i^i§xf-;w= 3:1) xm^-thz. 

ttCcfcD, HS-fL-^iH!! [ (WmW (IIM^J28- 

1 ) ; 1 9 5mg) t (ftffittft (1156^12 8-2) ; 

2 1 5 m g ) ] ^^attSf^t LXWz. 
[03 26] [ («®tt*) ] 

iH-NMR ( 3 0 OMHz . 5-ppm. DMSO- 
dg) : 1 . 2 2 ( 3H, d. J = 6. 9Hz ) . 3. 
11 (IH. dd. J = 2. 9.13. 2Hz) . 3. 
41 (IH, d. J = 3. 2, 13. 2Hz). 3. 7 
5-3.9(4H, m),7.05~7.1(3H. 
m) . 7. 80 ( 1 H. d. OHz ) . 11. 

49 (IH. s) 

FAB ( + ) MS (fi^m, m/z) 297 

[03 27] [ (iSffittf+c) ] 
iH-NMR (300MHz, 5ppm. DMSO- 
dg) :1. 26(3H. d. J = 6. OHz), 3. 
1-3.2(2H, m).3.35-3.4(lH, 
m) . 3. 85 ( 3H. s ) , 7. 1-7. 15(2 
H. m), 7. 87(2H, d. J = 9. OHz) 
FAB (+) MS (^S^flltg, m/z) 27 9 

[0328]||M^J29 6-.XhdE.i/-2, 2->>'.^ 
^/P-2. 3-vhl<D-4, 9-i^^7y)l^]^y- 

IIS6W2 8 X-'i^i^tlfz 6-?(h^i^-2-?( ^)V- 2 . 
3-i>tHn-4, 9-iy^ry)Vicl^y-l-:^y 
(1. 05g) SrTh^bFo^^y ( 10ml ) tc^ 

•^yrol^/l'TSF (2. 0mol/L:2. 5ml) 

(0. 3 7ml) ^jSTUc. Rmi-^^iWi^^zm 

x.^iv^Mix^\^Lfz. ^mmimi-m.7\cQm 
- i.mmm ^^^y ■. pg!x^;i-= 3 : i ) x-nm 

-ri.Cfct3J:0. 'fb^ft6-^h=^i^-2. 2-i^'^f- 
;p-2, 3->''tFD-4. 9-=Ji-Tyf\^:^Uy-l 
—Ay ( 3 1 Omg) imW.tLXWz. 
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[03293 6-;'<h#x-2. 2-'J:>(i-.'l- 2 . 3 
-i/'h Kn-4 , 9-'J^Tyil-4\yy- 1 ( 3 

OOmg) ?rh°ij>>> (9m 1 ) tiflSL, t Fn^fi/ 
y • tIKtS ( 5 0 0 m g ) $raP;c/i, 9 O^t' 1 

&7KSy'Pi!x f-yum^^ Lfz. 5 0'C TmE^mth 

ztizxo. mm^t-^ ( 1 75mg) imwttxn 

iH-NMR (300MHz. (J p p m , DMSO- 
dg) : 1. 43 (6H. s) . 3. 07 (2H. 
s) . 3. 90 (3H. s) . 7. 10 (IH. dd, 
J = 2. 1. 8. 7Hz). 7. 15(1H. d, J = 
2. IHz), 7. 70 (IH. d. J=8. IHz) 
FAB ( + ) MS immm. m/z) 293 
[0330]||}fi^30 6-^h^i^-2. 3-i--t 
Ho-4. 9->=^T7;l';tl'>'-l-^>' 

mtm25<Dg) X'n(}tifze-^h^'>-2. s-'j 

tKo-4, 9-'J^ryfU^U>-l-:^y (100 
mg) ^t'Oi^'y (2m 1 ) -fe 
• imiM ( 6 6 m g ) ^jDi./c» 9 0°Cf 1 8B#PBlRiG 

aS^t-^ ( 5 3 m g ) LT#/i. 
'H-NMR (300MHz, 5ppm, DMSO- 
dg) :2. 9-3. 05 (2 H. m). 3. 2-3. 
3 (2H, m) , 3. 32 ( IH. br s) , 3. 8 
3 (3H. s) . 6. 2-6. 45 (IH, br) . 
7. 02(1H, d, J = 2. 3Hz), 7. 05- 
7. 1 (IH, m), 7. 79 (IH, d. J = 8. 7 
Hz) . 9. 74 (IH. s ) 
FAB ( + ) MS iiSi-l^mm. m/z) 307 
[03 3 1 ]»teCT3 1 ifiS (6-^h^>'-2. 
3->''tKo-4, 9-i''f-r7;1^5r^y- 1 --^ Ur 
y) t Vyi^V 

^m25<Dh) T-^fS,ltz6-^h^=^-2, 
tKn-4. 9-i>>T7;l^^^y- 1 -:t>- ( 2 50 
mg) , 7-trhb H^^^'H (8 Img) m/p-h>\^x. 
yX)Vit^ym mmi.) -/7'u\f)VT)Vzl-)V ( 5 
m 1 ) ^^3PilT^§)5l$^i:. 9 5'Ct-2B#^KE-$-<i-/::. 

ff^r d ^ i (c J: 9 , ^S^t-^ft ( 1 0 6 m g ) $rll(*fc 

"H-NMR (300MHz. 5ppm, DMSO- 
de ) , E : Z = 1 : 1 (r)m.-^mt LX: 2. 0 1, 
2. 20(total 3H, s), 3. 0-3. 05 



(total 2 H. m), 3. 25-3. 3 (tot 
a 1 2H, m) , 3. 83 (3H. s ) , 7. 0- 

7. 1 (total 2H,m), 7. 81, 7. 82 
(total IH, d, J = 8. 7Hz), 10. 5 
6, 10. 73(total IH, s) 

FAB ( + ) MS (fSii-»tg, m/z) 307 
[0332] »feC^J3 2 1- [ (T-b^;P^=^>) ^ 
Sy] -6-.X hdfx-2. 3->''th'D-4, 9->'' 

^J«M2 50h) Tl#A>il7t6-;<hJfi^-2, 3-v-' 
tKo-4. 9-i^>r7;k;tU->-- 1 -^y ;t^^- 
A (7 Img) 5:f'Ji/y(0. 5ml){w^S?tsS 
ffiT'MffTt^ftETKi^ig ( 0 . 2 8ml) 4 5^ 

!t?!l ( 6 3 m g ) ^^Bmil*i: L•C^#/::o 
iH-NMR ( 3 OOMHz , 5ppm. D-MSO- 
de) , E : Z=l : 3^0?I-^fc LT '( 'ec^j£i>*0 
Ol)) :2. 21, 2. 33(total 3H, 
s ) , 3. 0-3. 2 ( tot a 1 2H,m),3. 
25-3. 5(totai2H, m), 3. 85. 3. 
86( total 3H. s), 7. 1-7. 25(t 
otal 2H, m), 7. 90, 7. 97 (tota 
1 IH. d. J = 8. 7Hz) 
FAB ( + ) MS (ffi^jBtg. m/z) 30 8 

[0 3 3 3 3 mmm^ 3(33-1,33-2) 1- 

[ (T-fe^/I^JT^v-) -^Sy] -6-y hdri^-2-^ 
f-;L'-2, 3->''hKo-4, 9-=J^Ty)Vt\^y 
2 S X-'i^Wz 6-;'<h^i^-2-;>< f-zl— 2 , 
3-yhKn-4, 9-i^>r7;P7M->'- 1 -:t>' 
^=^fi^i^(l. Og) ^ffll^T, llife0lJ32t|5ia<7):fr 
•SJ; [ ((£ffitt«J (^*fi0fl3 3 - 1 ) : 3 

30mg) i: («|itt«s (^ea|33-2) ;310m 

g ) ] im^t Lxwz. 
[0 3 34 3 [ {mm-) ] 

iH-NMR (300MHz. ^ppm, DMSO- 
dg) : 1. 39 (3H. d. J = 6. OHz) . 2. 
29(3H, s). 2. 96(1H, dd, J = 3. 0 
Hz. 15. OHz). 3. 54 (IH, dd, J = 
3. 0, 13. 2Hz), 3. 9-3. 95 (4H. 
m) . 7. 0 5-7. 1 (2H. m) . 7. 65(1 
H, d, J=9. OHz) 
FAB (+) MS {^^m^. m/z) 32 1 
[03 3 53 [ (aflltti*:) ] 
iH-NMR ( 3 OOMHz , <Jppm, DMSO- 
ds) : 1. 43 (3H, d, J = 6. 9Hz), 2. 
38(3H. s), 3. 09(1H, dd, J = 4. 

8, 1 3. 2Hz) , 3. 35-3. 45 ( IH, 

m) , 3. 51 (IH, dd. J = 2. 7, 12. 6H 
z),3. 91(3H, s),7.1-7. 2(2H.- 
m) , 7. 72 (IH, d, J = 8. 4Hz) 
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FAB ( + ) MS {i&mm. m/z ) 32 1 

[0 3 3 6] ^]f6f?iJ3 4 ( 6-;< h^i/-2, 3-i^' 

hHo-4, 9->>>r7;i.-5n^y- 1 |jT>r$ 

h Kp-4, 9-i^'f-T7/I^:tl-'>'- 1 -:t>' :t^>- 
A ( 2 0 0 m g ) S-SST-MJf TtC N.N- ^)Vt- 
;UATS H (4m 1 ) {CjgftlL. r;I^:f>»H^T, * 
S<b-fbU'>A (6 0%?Att ; 4 2mg) SrjDi./::, 3 

1ml) =^j)D;t, 1 s^wmfLfz, w.mmmm& 

^^■^f y : ifi8xf-;l'= 3 : 1 ) T>m.-ti>C:tiZX 
0 . m^t-^ ( 2 7 8m g ) Srffl*fc LTfl^t. 

'H-NMR (300MHz, 5ppm, CDCI3) , 
E : Z = 1 : 1 <7)M.^t LT:3.0-3. 3(to 
tal 4H. m) . 3. 78, 3. 80 (t ot a 1 

3H. s) , 3. 88, 3. 90 (tota 1 3 
H, s),4.75.4.81(total 2H, 
s) , 7. 0-7. 15 (total 2H. m) . 
7. 61. 7. 69{total IH. d. J = 8. 
7Hz ) 

FAB ( + ) MS ammm. m/z) 3 28 
[0337] »6I?IJ35 2- (6-;^ h^v-2. 3 
-i/tKa-4. 9-i/>T7/l^:;n-y-l->f U7-> 

Tsy^jfi-) gfi^rsH 

a) {6-^h^iy-2. 3->''tHn-4, 9-i^> 

IIMM3 4t1#^>nfc (6-^hJf>— 2. 3-S^'tH 
n-4, 9-yf-T7;U7l-^>— 1 UT>r5y^ 
) PS ^/PXXr/L- ( 2 4 3 m g ) SrSoSTlI 
^^J'y-ZP (15ml) mi^izML. 1 N 

7j<K'fl:t b 'J A7j<vi?g ( 0 . 8 6ml) Jni. . 6 0 

{:J: 0 . mM'^-^m ( 9 7 m g ) LXWz, 
'H-NMR (300MHz, .^ppm, DMSO- 
de) , E : Z=l : 2<0?I-^fcLT (-e^Oiit*') 
^1.) : 2. 85-3. 3 (tota 1 4H. m) . 
3. 83. 3. 85 (tota i 3H. s) , 4. 2 
3, 4. 2S( total 2H, s) , 7. 1-7. 
25(total 2H, m) . 7. 80, 7. 87 
(total 1 H, d, J=8. 7Hz ) 
FAB (-) MS (mmm. m/z) 3 22 
[0338] b) 2- (6-;^h^>'-2, 3-i^tF 

0-4, 9-=Ji-ry)U^uy-i--( ufyny:^ 



mnm3 5cr,a) X'%hixfzi-h>J^l.^^:^mizX 
0, T^yl-'iO-iEiC^^L, -?-c^6 OmgSrN. 

i-ii-t^juj^Ti. H (4m 1 ) izmmLfz. zinz. m& 

XHmTiz 1 -xf-;p- 3 - ( 3 - i^'p< ^;wr S / 7*n 
tVU) Tjr/Pd^i^M 5 H (7 8mg) . N-tl<0^>"< 
yy h U TV"-yl^ • -TKfaft ( 6 3 m g ) Rt/^^LTy 
t-'^A (50mg) &)iadJD;c/c, 48B#PbWL/.: 
f*. R*EM^{c^^P:t^*Jiy^Plgxf-;i.Jni.. lliiai 

Hx^yl. J: OS^B^B-tl. ZtizX^. mm^t^ ( 2 8 

mg) mi^bixntz. 

'H-NMR ( 3 OOMHz, 5ppm. DMSO- 
dg ) , E : Z = 1 : 1 <7)S^i: tT ; 2- 9 0- 
3.4(total 4H. m) . 3. 84, 3. 85 
(total 3H, s), 4. 48. 4. 55(to 
tal 2H. s). 7.0-7. 2(to tal 3 
H, m) , 7. 30. 7. 35 (total IH.b 
r-s ) , 7. 83, 7. 93 ( t ot a 1 IH. 
d, J=8. 8Hz) 

FAB ( + ) MS «S^jBtg. m/z) 32 3 
[033 9] SIMC«J36 (6-^h=5fi'-2. 3-i^' 
hKo-4, 9-i^>T7;P3i-l^y- 1 -^f Ury) it 

mmnmKf. ^rhy^iWyyy (50ml ) (C*?^ 

mnr. u f-'^ a t-^ ( b 'j f-zw^- ;p ) r $ f 

(4m I ) SrjiTLit. mzt^x^ir^/mM hVyi^il- 
xxx;KO. 64m 1 ) SrnlTt. ^vStcML. m 
HSfES-ltTt. ;W::^Sfeflaj2 5i7)g) -c^/«Lfc6-^ 
3-i''tKn-4. 9-i^>T7;p3Mxy 
- 1 -^y ( 500mg) (7)f-h7t F0 7 7y}§M 

(5m 1 ) S-jDi.. 7 0°CT-3B#raSje$-tt7t. MfilC 
ML, Ri£vI^!fS5tct&^P:ftJl7l<S.U'#Sgx^/i/$rSP>ttt 

•ty : g|ffix^;|^= 5:1) T'Saa-r.&^ i: J; 0 , a 
S^k-^ ( 2 5 m g ) ?:*S^ttiI{*:i: \.X%fz. 
'H-NMR (300MHz, ^ppm. CDCI3) : 
3. 15-3. 2(2H. m), 3. 45-3. 5(2 
H. m) , 3. 75 ( 3H. s ) , 3. 87 (3H, 
s) . 6. 10 (IH. s) , 7. 0-7. 1 (2H, 
m) , 7. 60 (IH. d, J=6. OHz) 
FAB ( + ) MS (®:a-Mfl|, m/z) 30 7 
[0340] l|]HI0y37 2- (6-^^=^fi'-3H- 
4. <^-i/^rv)Vi!Vy-\-A)V)'^r^Y 

mm^(>x:^m^tz ( 6 h^-^- 2 , 3 -i/t h 

n-4, 9->'>T7/l^5j-^y- 1 'JtV) StSt 
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^f-Zl-XXT^L- ( 200mg ) (5ml) 

■miti- h 'J ^J^mm ( 0 . 6 5 rn I ) ^«TL^C. 

N-i/'^^/W*;WZ.r5 F ( 1 Om 1 ) l,zmt'L. 
( 1 04mg) ar/l-X^/l—S- (3-i^'^f-/P 

r$yrohvp) ^ji^^ta^^ = h ( 1 9 5mg ) imt 

tz. mz. ig-ftrvt-'^A (4 Img ) irMx.. 1 8 
yy<~ (mmi^ ; ^^^y : ifi^x^/p= 2:1) 



X-m^-fh c: {I J; 0 . ^H-ft^ti ( 1 1 m g ) Srll* 

iH-NMR (300MHz. <?ppm. DMSO- 
de) , E : Z = 6 : l0^m.-^^hLX (fcOjttfi-O 
Ol.) : 3. 15-3. 2 (tola I 2H. m) . 
3. 55-3. 6 (total 2H. m) . 3. 8 
3. 3. 88 (tota 1 3H, s) , 5. 77, 
6.17(total IH. s ) . 7. 0-7. 05 
(total 2H.m),7. 10(total 1 
H, dd, J = 2. 7. 8. 7Hz), 7. 63 (1 
H. br s ) , 7. 84 ( IH, d, J = 8. 7H 
z) 

FAB ( + ) MS (ffi^J-jgtg. m/z) 29 2 
[034 1 ] ±.timm2 5-3 IX-nf^tltiit^i: 
mi7izttibfz, 

[0342] ^ • 

[ai7] 
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[0343] tiT. «^M:^f?iJ^3i: 

^ ( 1 a ) CO'fb^!t%I 

( 1 b ) cO-ft^JI^I 



3. Omg 
67. Omg 
25. Omg 

4. Omg 
1. Omg 

[03441 



3. Omg 
67. Omg 
25. Omg 

4. Omg 
1. Omg 

[0345] 
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mmmum 

^ ( 1 c ) COit^ 

1^1 0 0mg^i^Ji:L^c. 

5*: ( 1 d ) 

1^1 OOmgiOi^ilijfcL-^:. 

[0347] mm 

1. HIV-Tat MTtCi3ttl.H I VC7)DNA L 
TR3&»<b<7)!|g^llWI*ii 

1 Al 2ifflBa (H i v-LTRrn^-^-SETic. 

SI|ia'tl)tt^^X.HeLa«i?o-y) 2:7 5 cm 
2«0^«75X3iCl . 5X10*0 el Is/ml. 1 

6. 7m l-TojffflL, DMEM (ffi^^'/Wa-X, 10 

%n7i/)tei£jiii?f) t§m4'3 7°cT-i0raii^«L^c» iga 

^•i6L IpofectAmine (7^ 
xy:?/!. (tt) ) T••'J*'V-A^l:L.T^3^^/ipCMV- 
Tat7°7-X$ H 1 6. 7/igS:'3Si!)DL. tg^L-^Co 3 
Strata. DMEM (ffiiJ'VPa-X, 2 0%'>>-i^l,ejfll 
?f ) $:#4gsJPt, $^>l=3iWf^g«L!^v:, -e<^f^. h 

1. 1 xlQSce 1 1 s/m U 9 0/z 1 
■f-?965^so 1 i db 1 ack plateO-::: 
y^Ay'9-^'yBi-)\^ (1*) ) tc»lL. S?^^ 

«L/i, SBtcStl^^t-^^-irt^DMEM (ffi//U=3- 
^, 1 0%'>v^)tei^?f ) t^tas- 1 0/z i^o^JnL. 
§ <i 1 2 4 Btram^ L/^ , Iti^^L^Wi D M S O ( i/^ 

SOJiJ^fiO. l%tUc. tt^^Tf^, ;^^7x7- 
■^:■^S•|4ii^^ y b S t e a d y G 1 o Kru^a^.) 
fiEffltT. Mi c ro-beta>'XTA(Cj:'), 

tt#^Wc^t LT/U>-7 X ^— tfvStt*^ 5 0%l::^l. 

i: L/C. #IIJfiWt-^!KJtcJ3{t-& I C5o«IS:T^(c^ 

[0 348] 
[ISIS] 



3. Omg 
67. Omg 
25. Omg 

4 . Omg 
1 . Omg 

[0346] 



3. Omg 
67. Omg 
25. Omg 

4. Omg 



1 . Omg 



Ho. 


ICso 


No. 


IC50 


1 


1.0 


2-21 


3.4 


1-4 


0.4 


2-34 


7.4 


1-5 


4.4 


2-40 


7.8 


1-6 


4.6 


2-41 


7.9 


1-7 


5.5 


2-43 


3.7 


1-8 


9.6 


2-44 


7.7 


1-11 


0.3*» 


2-45 


3.6 


1-12 


2.8 


2-46 


1.9 


1-13 


2.1 


2-47 


5.8 


1-18 


5.3 


2-51 


7.1 


1-19 


6.9 


2-53 


1.8 


1-28 


o.3*at 


2-56 


2.9 


1-29 


3.9 


2-57 


7.4 


1-34 


2.0 


2-60 


5.7 


1-35 


0.4 


4-4 


1.4 


1-36 


0.3*81 


5-1 


4.0 


1-40 


2.7 


5-6 


3.2 


1-41 


4.0 


5-7 


2.5 


1-42 


6.7 


6-5 


B.7 


1-58 


9.3 


8-1 


2.7 


1-62 


3.3 


8-13 


6.3 


1-63 


5.6 3&ffl^$ 


10 


6.5 


1-66 


6.7 


19 


4.4 


1-67 


9.1 


22 


4.2 


1-76 


0.8 


27-2 


1.7 


1-77 


0.3 


28-2 


1.4 


2-8 


0.67|c3t 


29 


5.7 


2-9 


7.0 


33-2 


2.4 


2-11 


5.6 ^SX^ 





[0349] kimm^t^tMhiy'tm.^ , wm(r> 
\^^'m^<nmkm'm^iihut. Hiv-rat 

[0350] 2. mkwmm^my\ i vssi^ 
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